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(54) Title: PREVENTIVE AND/OR REMEDY FOR LOWER URINARY TRACT DISEASES CONTAINING EP4 AGONIST 

(57) Abstract: (1) A preventive and/or a remedy for lower ijrinaiy tract diseases such as inflammation in the lower urinary tract, 

cystitis (interstitial cystitis, etc.) and urethritis; (2) an agent for improving bladder compliance and/or bladder capacity; and (3) an 
agent for protecting bladder mucosa and/or bladder epithelial cells and/or promoting the regeneration thereof; each containing an 
EP4 agonist. An EP4 agonist is useful in ameliorating symptoms of lower urinary tract diseases such as (1) frequent urination, (2) 
urgency of urination, (3) pain in the reproductive organs and/or lower urinary tract (for example, bladder pain, urinary tract pain, 
vulvar pain, vaginal pain, scrotal pain, perineal pain, pelvic pain, etc.) and/or (4) unpleasantness in the reproductive organs and/or 
lower urinary tract. Among all, a selective EP4 agonist is useful as a preventive and/or remedy for lower urinary tract diseases having 
no side effect 
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^fp^7-n#^^bTti<t <> ^-^xn^{^$ 

tm^m^;d=»bS^$n^ l^<??-^7"t3jg-p^-^^-t?t> j;<. E^fiE^^^fc 
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(3)C 1-1 0r7^^/^^;^£s (4)7K^S. (5)-NR^^^R2^^S> (6)C1~ 

10 



wo 2006/016689 



PCT/JP2005/014875 



1 OT/I/=i=^v/S-e»^$tLfcC 1 — 1 OT/V=^/^S. (7)l~3j®<D/Nn<^^" 

^-JE^i^sms^f-c 1 — 1 or/i-=i^-:ymx-m^^nf^c i — i or/i^^ 

/V*. (8)-NR^^^R^^''S'eem$tl.fcC 1 — 10 r/^=^/^*> (9) r i n g 
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5 '^/l^S. (12) r i n g 7^-e«^§ tl^fcC 2 — 1 OT/l^-^^/^S^ (13) r i n 
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n g 6\ ^XXJ^T i n g 7^fil~3ie(Z)R2«^T^gi^$tb-Ct><t<. R"'^ 
(1)C 1 — 1 0 T/V^/V-^s (2)C 2 — 1 0 T/V^^-^/l^Ss (3)C 2 — 1 0 T 

/U^::z/um. (4) C 1 — 1 0 T/l^^^''^^. (5)C 1 - 1 0 T/l^^ ^i^mXWM 

^tvfcC 1-1 or/l-=3r/^»> (6)/^a<^^VJ!g■^. (7)7K^S. (8)1-3^0^^ 
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-To ) ^^U R'^{*^mJE-?> ^^^<5^VJ^^*fcfiO-COR«=S (^^f^. 
R^^fic 1 ~4T/^^/K :7ccc:^/k;Sfcfi:7ai^/^ (c 1 ~4r/v=^/^) ^ 
15 ^i-. ) ^^U R^^f*7K*I^^^fcf*t KP^v^^^U R^«^*5J:t>*R^ 

i ) 1 ~ 3 #10(3) C 1 ~ 4 r C 1 ~ 4 r /V^/K (b) C 2 ~ 4 
T/V-^^/V^'^rv'— C l~4T/l/=^/K (c)C 1^ AT 1 
20 ~ 4 r /V^/K (d) C 3 ~ 7 v'iJ' P T/^'^j^/^^^'^ri/— C 1 ~ 4 T (e) C 
3 ~ 7 ^yj; XI TjV^J^ ( C 1 ~ 4 T/^'¥/^;^'3r i^) — C 1 ~ 4 T/l^^/K (0 
:7a.^/V;^^v'-C l~4T/l/=^/K (g):7c3^=/l^-C i~4r/v=¥/i/;^=¥v^ 
- C 1 ~ 4 T/V'^/K (h) C 1 ~ 4 r 7^=^/^^;^-- C 1 ~ 4 T;V^7V^ (0 C 2 
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~4r/^-^^/^^;^-C 1~4T/V'=3r7i.^(j)c 2~4T/^=3r-7l/^;^-C 1~ 
4r/V^/K (k)C 3~7-:x^nT/l^'3r/^^:^— C l~4r/l^=3{^/K 0DC3~ 
7 T3 T/^«^/l^ ( C 1 ~ 4 T/V=35^/^^^) — C 1 ~ 4 T/V=^/K (m)'^^^ 
c 1 ~ 4 T/l/=3r/K * fz.\X(y^y C 1 ~ 4 T/^^^s^/W^:^- C 

5 1 ~ 4 r /l^^^^'K 

ii) (a)C l~4r7Vdr/^;e-'3r->'-C 1 ~4 r/^^/^*5 j:tJ«C l~4r/^^/K 
(b) C 1 ~ 4 r C 1 ~ 4 TlV^JV^ J: TJ^C 1 ~ 4 r/V''^/^:^'^;^ 

(c) C 1 ~ 4 T)V^JV:^-^-y- C 1 ~ 4 T j; tJ« t K n ^-y^ (d) C 
1 ~ 4 r ;v^jv^^-y— C 1 ~ 4 T)V^iv^ J: tK/^ n^y^ (e) C 1 ~ 4 T/^ 
10 de/k^;^— C l~4r/^=^/^*5J:TJ«C l~4r/^'¥/K (OC 1 ~ 4 T/^=¥/l^ 
^;^-C l~4r/^^/^*5«fct>*C l~4T/l/^/l^^=3rv'. (g)C l~4r7^^ 
^l^^;^_C i~4r/^^/^*5j;-a«t Kna{--:x, ^fcfi(h)Cl~4T/^^/^^ 
CI ~ 4 r?v-e^;v^ J; t)«/^ n ^yWr^-. 

iii) (a)^^nT/^=3r/K ^fctt(b)t ari/-Cl ~4 r/l/=3r/i/^ ^fcfi. 
15 iv) CI ~ 4 r/^=3{^/^*3 J;t)« t Kn =3f ; 

1 4. EP4r=f^:^ ( {3- [ ( (1 R, 2 S, 3R) -3-fc Kn=35^ 
.^_2- { (IE, 3S) -3-t Kndrv'-4- [3- (t^ h^^ri/^^/i.) 
^o^::^/!^] t/iJ' — 1 — ^::^/W - 5 -;^'3r y iXiJ' H^^^^/l^) >?./P':7r— 

;^/^:7T-/f) ; 4- { [2- ( (IR, 2R, 3R) - 3 

25 _t ]<^c2drv/-2- { (1 E, 3 S) - 3-t Fn^iy-4- [3- (p« h 

13 
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^^/i-] :^/uyT^M -f^^^W.;!- ( (IR, 2R, 3R) -3-fcK 
{ (IE, 3S) -3-t: Kndri/-4- [3- Y^-^:^ 

l^m.', (5Z) -7- ( (IR, 2R, 3R) -2- { (IE, 3 S) -4 
5 - [3- (rc hdrv-^^/k) :7^:=:7k] - 3 - t Kn =3rv':7"i^ - 1 -cc^/H 
- 3 - 1 Ko^i/- 5 -:^!3{^y-iX^ n^V^7l-) ^ - b — :x.^^'m ; (5 
Z) -7- ( (IR, 2R, 3R, 5R) -5-^nu-2- { (IE, 3 
S) -4- [3- (cc fdr-^7<^/H - 3 - Kn d^v/^^^ - 1 

-ccc:i/^} -3-1: Kndf^v"^^ n^^^/l/) 5 4 - [ (2 

10 - { (IR, 2R, 3R) -3-t Kndr^X-2- [ (IE, 3 S) -3- 

tKn^V'-4— (4 — t Kn^i/- 3-p«^/^7:n^7k) :7"i5'— 1— 

/U .4- { [2- ( (1 R, 2R, 3R) - 3-t: Fn=3fv'-2- { (IE, 
3S) - 3-t Kn=3ri/-4- [3- h'^i^y^ ^/T^) :7cn=/l/] ^^^5^- 

oi-b ;4- { [2- ( (IR, 2R) -2- { (IE, 3S) -3-tK 

X^^^:y-4- [3- (^ h:3{^iXp?5=-/^) ^cn^/l^] :f ^ - 1 -^n^/U} -5 

-:^=3j^y^>'^ n^;/^/!/) ;5!./i/:7 r^/l^l '^^^l^^; 4- [ (2- 

{ (2R) -2- [ (IE, 3S) -4- (3-i5^nn:7aic^7k) -3-t 
20 Kn - 1 -J^r^/k] - 5 -;^=ar y t°n p 1 — ( /V) :x.^/v) 

:^/U'yy^/u2 ^^'^m. ;4- { [2- ( (2R) -2- { (IE, 3S) 
-3-tKn^>'-4- [3- ( b y y/i^;^n7«^/^) ycn^ci^/k] 

4- [ (2- { (2R) -2- [ (IE, 3S) -4- (4-^^/1^ 
25 ;e-n:7:xic:^/^) - 3- t KncSfv-:/^- 1 - 5 -;a-^y t°n y 

^^jv) y^ju:7T^/i^l -f^^^B.; 4- [ (2- { (2R) 
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-2- [ (IE, 3S) - 3-t: Kn=¥->'-4- (2—^:7^/1-) ^^-1 
— oi^/i^] - 5 -:t-=^y y -i^^-— 1 — -f/W ;^7I/:7t^/^] 

^l^m; 4- C (2- { (4S) -4- C (IE, 3S) -4- (4-:7/l/ 
;^a:7cn^/1/) - 3-t Fndr>/- 1 -2-;^=^y-l, 3- 
5 ;e-^i^yi;v^i/- 3-^/1^} ^^/i/) :^/^:7t— /i^] ^'^5^ ; 2- [ (2 

- { (2R) -2- C (IE, 3S) - 3 -t Kt3driX-4- (3-7^^/1- 

:7a^rr/v) •:f^-i-^=^/u] -5-;e-=¥ytfn 

;;<.7l/:7T-/^] -1, 3 -^T y— /k- 4 ; 2- [ (2- { (2 
R) -2- [ (IE, 3S) -3-t Kn53rv';^iJ^;^- 1-^^71^] -5- 
10 :t^y\i'nV i^'^-l-^M ^^^i-) 7.)V'7r^J^'\ -1, 3-^ry— 
/l/-4-:^/^4?>'^ ; 2- { [2- ( (2R) -2- { (IE, 3S) -4 
_ [3_ (1 — ^:/>/:7 7>'— 2 — ^/^) :7j:::^/k] — 3 — t: Kn^v'^^?' 

- 1 -cn^/V} - 5 -^=3E^y y ^J^iy— 1 --f/l/) oi^/V-] ^/l^^^T^/l'} 

- 1, 3-^ry^— /l/-4-:;57/^7j^'^^; 4-[(2-{(2R)-2-C(l 
15 E, 3 S) -3-t Kn=3eiX;^i5^i5^-l-^^/^] -5-:^=^yt°n y v^^^ 

ai^/i^) :^/i/:7t^/^] {[3-({(iR, 2S, 

3R) -3-tKn^>--2- C (IE, 3S) - 3 - 1: Fn =3f >x;^i^ - 
1— ai^/i^] — 5 — ;^^y ixi^ n^^^^/i^} ;^/i^yT^/i^) :7"ni:V^] 
:7t^>'H ; 33j;tJ«2- C (2- { (4S) -4- C (lE, 3S) - 
20 4- (4-:7/k;^i=t:7az::^7^) - 3 - t Kn drv't/^J? - 1 -^::^/^] -2- 
^dry-1, 3-:^^i^yy v^>^-3— f/i^} ^^7^) ;^/1/::7t-7^] -1, 

25 O^J^ 

15 
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1 8 . Tla5mj?S^^S<^^l5&*5 J: TJ«/^ fc fif^^J 5 J?) E p 4 r 

^mBrt 6 J?) o E p 4 r =f ^ b (^'(Sffi M-r a o 

m^^\ irLTfi. M;^f^. ;^^^*fcf«mm^5^if btL^o ^ 



15 tL^m^mmm-^tL^'mm\^f^^m^m.mm.mti^m\fhfi^. C3~i5(^) 
^(D—m>-^t^\-±^wmw^fix\^^m.mm>'^~^f\^^. m^.i-i. ^^^^^ 

KnrXl/^, -f^'T^V. Kn-r ^^V. ^:7^Vi/, v> 

iJ'V^^^ t Ko^:7"i5' lf:7cnc:^l^>^^ as— ^>^y^^^s s — -< 



16 
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■ ^U-Cf*> mx.t£. ;^t:°n [4. 4] Z^^^. [4. 5] t'':^^. ^ 

fn [5. 5] ^iyT^:ij>mm:^^mfhfh^o i^fz.^m'^^mm t I.X 

5 f*. M;t«\ [2. 2. 1] ^-^^^^ [2. 2. 1 ] 

^^_2-ji^, Ifi/iJ^a [3, 1. 1] ^Zf^'^. IfiXiJ^a [3. 1. 1] 
^:f^-2-^^^. ^l/^n [3. 2. 1] ir^^i^. ^^y^vi [2. 2. 
2] f'v'i^n [2. 2. 2] 2-::i^>^. r^'-^>^^^> 

//^r^'-^^i5'>'^#:«i5^(f e>tt6o ^o^'fes c 3 — 1 5(^¥^*fcf*# 

10 #5S::^#:^;^m^i:bT«. -<>-€i/. rxw:/. :7 

So m^n.^^-^^. y(^^v-7v^ byry-zK xb7^/-/K t:°^>^ 
20 -/K ti-^v^:/. t-y^v^^. t-yyv'v, T^^tf^'. i;?r-e^f 

t'^^-s ir^^\f^-y^ ^:^yzt,l^, ^cct°>', ;r 

17 
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10 y:/^ -^y^i^^-s r^^y-:^^^> r-^^^J^^^. ifny^^, t-ny 

<5^v^ y 5: y b y r y v. h y r y y h y y y ^> 

7^hy>^yi^V> if^yy^-s t'^y^yv^^s i^t Kntry ^^^^^ T^hyt 
tf y i^^s t'^y v'^ Kt3 v^>^. "t^ h 9 Kt^ tf^i^^s 

V?:/, v'fc tr y 5 v^^-. ^bytKnt-y^ v?^. 1 Ka \f y 

4j-y'_yv^ 7- h^t FD-f y:*-=3r-y-y— /i^ (-i'y;^-^-y-y'y v^^) > v^t f 

25 i3^r>^-/K 7" fy t Fo^r>^-/i- (^ryyv'^) . v^tFn^y^ 

18 
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^/^Tjsy^/, ;^=35xf-^r^. -r^^Fy^-. -i^y-f^Fy^'. v^t f^.^^^ 

:77i/, t Fn^^^yy7>'> v^t Ft3^ y^>'y:7^>', y-?— t: Fn 
y^^^y^'^^^ v^t Fn^:^y^;^:7a^:/^ t Fn^>'y^;^:7cii 
>?t: Fn^ y^^y^;^:7^>'> t Fn-f y^^y^;^:7a^>^, v» 
15 t Fn^^iJ^'y— /K t: Fn ^^iJ^V— /K v^t: Fn =3f y JJ >^ 7^ h7 

t Ko^y y t: Fn^y y v^t Fn^ y^y y 7^ b^ t F 

n-fy=¥yy:/> t Fn-f y^^s^y y v^t Fn ^'^j^^v^^^. Thv^ 

l*p^^^y-?>/^ t Fn ^y i^:/^ v't Fn=3{-y ^f-y h 
20 ^ t Fn=3fy =35-f-y t: Fn^y^f-y i^t Fn ^•:^y y V, 7^ 

byt: Fo^^-^y y ^^ t F^=¥':^y y ^'s v^t: Fn v^^-y y 7^ b 

7t Fn^^i^/ y Ftiv'^y y ^>^y::^'3ri^^r^^^ v^t f 

a^^/y;r^-y-i^i/> i^t Ft3^>'y^ri^:/s t:°9v^y^/v:^^y v't 
K^^>'y;r^1^y^/K t Fn^>-y;^=3rf-y— /K v^t Fn^^^y 

25 ^ry— /K Fn^i/y^ry— /K -s^t Fn^^-y-i'^iry— /k 
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byt -r b 7 1 Fn v^^>'y^^:7a.>', fc Fn 

10 nm^Mmmtvxit^ m^i-t. Tif;^fn C4. 4] y-ri^. rif^^tfn 

[4. 5] 7"';^7^, Tif^tfn [5. 5] ^7 ^t';^; >^m#:^^^^ff btbSo lil 

bTf*. Tififv'iJ'ct [2. 2. 1] --y> 

v-s Tiftfv'iJ'n [3. 1. 1] ^-^^i^. r-^\f-y^^ [3. 2. 1] ;^ 

tfUv;?V, t-yv'^. t°y5:v'^. t-y^Tv^^. :7^>^, ^^:7a.^, 

20 =3rih>?ry-/K ^ri?ry-/K ^^^f-/k ^y^^-F-zK -<:/yy 
-fy^>'y:7^^, ^^^y^^^a^:/^ ^ y-<^y^;^:7:3^^, -r^^ 

y^y v^^^. ^y^f-y '^•^yy >-> v-^^y v ^> ^^y;e-=^i^y'-/K 
^^-y^ry^K -<^^yv^yy— -<:/y^rv^T 
25 y— /K ^>'y b y rywK ;^7/w^y— /k /s -;^7/^Ji?y :/> r y y v^v, 

y^i-^i^^^s >:;^^vy:7 7^, v?-<^y^;^>'3i>', :7a.'^>- f y y 

20 
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" irUTf*. m^it (a) «i^*^Wb•rv^Tt5<tV^T/^'35./^.s^ (b) 

5 T/V^^/l^S. (d) e^^S^^bTV^T%J:V^;^*^S> (e) S^K^ 

^vx\,^x-hx^^m.mmm. (f) gi^*%^uTv^TtiJ:v^7k^K. (g) 

«^£^^bTV^Tti j:V^^:e-— /i^K. (h) g^^K^^bTV^T t> J;V^r 
^y^> ( i ) g^^S^^bTV^Tt5 J;v^;^/w^^-Y7^S^ (j)B^S^ 
^b-CV^Tt> J:v^;^/^:7t^^/^S. (k) ;^yk7i?^v'/vK, (1) T/i^^J 

/vtJnS (-SO3H) ^ (n) (-SO2H) , (o) 

m c-po (OH) 2) . (p) :=^hx^m. (q) :^^y«s (r) ^;^^y 
s> (s) v-T/s. (t) r^i^ym. (u) -y^/Ks (v) -b (o 

15 H) ^m. (w) ^M2<5^VJg^ :7iy^, a^mm) . 

(x) r/i^=35^/^;^/V':7 ^ (Mx.f^> 7« ^/i';^/^:7 >f c^/K ^i^^/i^;^/^ 
:7^^/i/#cDC i~6r/i/=^/^^/^7^^/i/S^) ^ (y) ry— 
^ ^/vS 7 c3^^/v^/i/:7 ^ c=:/k^(Z) c 6 ~ 1 0 r y — /^;^/^:7 ^ 

> (z) r/V^/^;^/^:^^/^^ (#lJx.f*x ^^/V';^/l'7iN^7K ^ 

20 ^/1/;^/1/7}n^/^#(DC i~6T/^=¥/^:^/i/*^/^£^) ^ (a a) ry— 
;;<./^7i^^;^^ (^!lx.{i> 7^^/i/;5?L/i-*;:=^/^#©c 6~i or y — 

-^umm) . (bb) ri//^s (m^j^^/^^^k r-fe^/K :/^/^v-^'/K 

t:V^ n ^ ;um(D C 1 ~ 1 0 T^U:if / 4 /l-m. m^yt^^^^-i C 6 ~ 1 
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-Yy^'^^/K s e c-:/5^/K ^^^^/K ^ y-O-^/K 

^;e-^>'^/K -^'^v'/K ^^/'^^-/K / =/K T^'i^/K lJ7>"7^v' 

5 l-i^^^cDC 1-15 T/l/=3r/l/K^:a5^tf b;^6o ^ ^ItrT/l/^/l-KcDgl^ 

- fdfiv*- c 1 ~ 1 o rjv^ivr 5 y * y ^/i-r ^ / ^ ^^/v-r 
5 7, yntvi/T^y^ i^y^/^r^y^ i^^^/vr^y^) > ci — lo 
r/va'^rv'S (#!lx.f^y b'^v'. ^h=3^iys ■y^7K^^y^ yyn^^K^v-. 

10 t-'Z^Y^-y-. ^^-yjv-^^-y^ '^^^fv:^^-y^ y'-^o^jv^^^^Wi s c 

/^y-r/^;^'3r^x, y'i5^y-i'/^;^=^iy. -^^^iS^y 'i'/k;r=3riys ^^-^ J 4 
^%/-^^) c i~ 1 or/^^/^;^/^23^^— /i^^'^^/K (Mx-f^r-fe h'^iXs ^ 
;vif.^jv^^^ym) . (ftuIBbfc r«|%KSrW LTV^T% <tVN 

15 \z.^\i^ ^wk^\ ^(D^M^hn'^w^^^'t. ) > mmn. m 

l~3^@C»>'^t3<^'^i^^T*gi^$nfcC 1 — 1 or/^3c3r^^S 

22 
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7- ^ yy^^:=.;V^ ^iydf^^^;Vmm(DmM^-^f^\'^^W^(DC 2 ~ 1 5 r 

0)yt^f::{i^^Jbt<^c i~i 5r/i/=3r/i/S (ttria ^g^^£^^bTv^-cti J; 
~ 1 5 r/w=3{^=^7^S (tiilB ^gm£^^b■cv^T^> J;v^r/^^::^/vSj 

25 :/^/^;^^>^^ tert->^>'35-v^> ^>'^/V;^'3r->'> •^^v'/l-:^^^'^) ^ 

23 
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^y:fu \f;vr ^ J . •^'f-jvr ^ / . -r y -f^jvr x y ^ tert- -f'^jvr % / . 
5 -<i^^jvr% J . ^^-y)vr%j^ i^y^/i^r^/s i^^^/i/r^y. v^y° 

fz.%(o}inz,W^^m-o ) s i/ry^> ^bas. :7/i-;^py^/^s. 

{ittte: 1 — 5 ^*mbTV^-C t> j;v\ 

15 V^T^J:V^^;^— /vSj *5<tt>* r«$^S^^L-CV^T% j;V^T^ySJ 

tt^ rg^Sj irUTf*. M^fi (i) gm£S^#bTV^T <^:V^r/^^/l^£ 
(tufBLfct>(Di:lKli::.iSB^^^-t-o ) . (ii) gms^^UTv^T% <kv^r/l- 
-^r^/kS (ffrlBbfctiC^ilUCS^^^i-o ) > (iii) BmK^^bTV^T^> 
J:V^r/W'3r^/^£ (Htriabfc:%(^i:llll:^#^^*i"o ) s (iv) S^fiSr^b 

20 -CV^T.t5<};V^;^m3^S (BUlBUfc^tD ^ |^ C^^^^-To ) > (v) gmS^ 

Wb-CV^-Ctl J:V^^^#£ (tuBBbfc:t5(Di:lRlC#*^^i-o ) . (vi) Tix 
/i-S 7}^7V^/K r-t^/K 7°^/^V-1'/K tV^P^/K 

cQ^f^l^^^fcfi-<^^y'-f /^#<^c 6 ~ 1 o^#:^;^*^:^/i/^'-/i/#) ^ 

25 (vii) g^^S^WbTV^Tt><^:V^:^/W•^^^7^S (^|Sbfc%Oi!|RlC#^ 

^^i-o ) N (viii) T/i^'^/v^/i^^^/^S p« ^ 

24 
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^/l/X/k^jN^/V-^CO C 1 ~ 6 T JV^}^:^JVT^=^^'^^^) s (ix) T y —}V:A;V 

5 iig^6Q^/w^^>f /kSs N— ^7 - C 1 ~ 6 r/^'^/^:*/^-^-^^ /i^ (Mx. 

/^^-f/K N — f y tvv;*/^^^-^ /K N— :/^/v:^/w-^-=e'i'/K N — 
y( y-f^jV^jV/^^-i N— (tert— ^/W-^-^-f /K N— ^^/^/^ 

10 ^(7[)N-^y-c 6~i or y — /v;*'/w-<^-i'/K n, N-v^ci~6r7v 

is /W^^>f /U^<DN-i^- C 6 ~ 1 0 r y — N- C 6 ~ 1 0 
•^^y^yl^—N—c l~6r/V'3r/l^:;57/W-^^^/l^ (Mk,^^ N — ^o^c^/l^— N 

N — :7 cn ^/v— N — ^^^^7i';^77W-^^-Y N — :7 31 ^/i^— N —^^-yjv-^ 

ilB^<?5^>'^:7T^'l'/l^S> N— ^7 — C l~6r/^^/^^/l^:7T-=E->f/^ (#!! 

25 
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:7^^yp;^/^:7T^^/i^#cQN— ^ / — c 6~ i OTV — /^:^/v->'t'^-i'/K 

1 or y ^/^;^/i^:7r^-i'/K n— c 6~i or y^/i^— n— c i~6r/v 

tR^Kj ibTf*. em^^^LTV^Tti J:v^r/v=3E-/vK. 

15 SrW LTV^T t> J; V^r/l^<^r^/^-^^f^:^*BmS*W LTV^T t> J: V^r/^=3f ^ 

LTV^■rt>J:V^r/^'3^.y^SJ > rg^^^^^bTV^TtiJ;V^r/^<^rc:^/^KJ 
20 ^fcf* re^S^^bTV^Tt5J:V^r7V^^/^Sj IWI C#*^*"t-o 

M;tfi. p« -^^h^z^. ^:y^}V^^%/^ ^ 

;^^PJI^B#4'^ R'^-J;o-r^$ti.5 rci ~6 rv'/^;^=35-v'£j i: L-Tf*. 

26 



wo 2006/016689 



PCT/JP2005/014875 



5 1^ CM^^M-to 

10 ^-^V ^ /i^^^i^s tv^ n 71^:^^ v'^C) C 1 ~ 1 0 T/^:* / ixS^ 

v-Sj i;i*5{t6 rgmsj ibTj-±> tulBbfcR^^^*5V^T^aLfc r«i^s 

15 mm^i i^^n^ m^&s ti^xi-t. ^sm^^^ft-bTv^TtiJ;v^T/^^ 

27 
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SJ:: l~5#l«#^:boTV^Tt> J:V\ C l ~ 8 T/i-'^l/i/Si: L-CJ^> #11 
7«^l/^> cc^l/^/. MJ^^WV. TVy^^l^^^. ■-<ly-^;^^U 

15 1 ~ 8 <D>?.-<— 1^— J rg^sj ^ b-c«> tulBbfc r« 

r ^ b{i#<z)g|fe£{*«mRTtB^=efi«t- 1 ~ 1 0 ft. 0^ b < 1 ~ 5 #1. 

20 .^^:J:o-c^®$^TV^T^>J:v^ r^ttSj ^^U r^ttSj ^LT 

fi. (a)7K^K. (b):^7^^/l-K (-CHO) . (c)T/^3 =3^.^.^ (^j^ 

25 '^ei^/i^s (-COOH) . (-SO3H) . (0;^/i^7K>-r^ K (- 

28 
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(-PO (OH) 2) . (h):7^/-7^ (-C6H4OH) . 0-CONR^°iS 
O3H (Ri^^f^ftuflB^RC^^^^i-o ) . (j)T5 F (-CONH2) ^fcft 




T^^tb^ ^^:^^$ttTV^rt5 J;v«4Kj K-3^\-f^ ^UWM\ tl.X\t.. (a) 

29 
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fettle ^B^^^§rWUTv^-ctl J:v^r-:x/^Sj ^j:*5ft§ rr 

*U ^g^^K§^>^'b■rv^T^J:V^ri//^KJ t^*5}tS rg^Sj i:bT}*> 

10 M^r^/^tfi. i/yv-:/. r^^^-^ ^^y^-. n-rv^^. 4y 

a-fv-^, -fey^^. M/;^^:/, v'^t'-I'^-s y^:^^^^s y 
15 /7Un^-:y>', y/w^y^-, ^;v^-y>, 

20 b^UTfi. ^TO) (A) ~ (W) tiUB^^^fc-fb^i^^^as^tf 

(A) H^W^ 03/009872 -^z^^- :7 V 5/ h^;if*. iiAT<^— (I A) 

-ilS^ (I A) ■^^^$tl.6{b-a-i|^<^€-S<^Sa». |lll^<2^5fl^ 03/009872 

i: bT{i:. ( I A) 

30 
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^ji^tL^'ti^^teUT. (l)7K*m-^^ (2)c 1-1 or/^dj.yv,^^ ^fc^aV^ 

n^^:/ig^^*L. T^fi. (l)m*j^^^fcf*(2)fl^m^^^b> X^f*. (1) 
5 -CHs-S. (2)-0-K. ^fcf±(3)-S-S«r35U A^J:i. A^^^fcf^A 
2A:|.^1_^^ A^^}^(1)1 — 2ililC0C l~4r7^^/^S-eB^^rLTV^T^ J:V^ 
]iL^<^ C 2 ~ 8 T/^'^s- ^'S. (2) 1 ~ 2 C 1 ~ 4 T /^=^/^S-eg^$ 
TV^Tti J;V^iL^(DC 2~8T/l''5rc:^v:/S, ^fc:f*(3) 1 ~ 2^0C 1~4 
r/^^/^S"CS^$ttTV^Tt5 J:V^llLlp(DC 2~8 r/w=¥^ v-^^^^^u 
10 A^^f^-G^^-G^^-G^^-S^^b. G^^f*(l)l~2i@<^C l~4r/^- 
^/^K-t?g^$:^^TV^Tt><tv^^lL^<^C l~4r7^^1/>'S^ (2)1~2^(D 

c 1 ~4r/i-=¥/i/**eKi^$ti/Tv^Tti j;v^ii:^(oc 2~4T/v-^=v>'S- 
*fc^i;(3)l~2^(^cl~4T/^=^/^S'rg^$tbTV^Tt5<fcv^E^<^c 2 
~4r/V^^l^>'SSr^U G2A{*(l)-Y^-^.(2)- (r i n g 1^) -Ss 

15 (3)-Y^- (r i n g 1^) (4)- (r i n g 1 ^) -Y^-^. *fc(*(5) 

_YA_ (C l~4r/^=3rV'^) - (r i n g 1 ^) -^^^bs Y^f*. (l) 
-S-S. (2)-SO-S. (3)-SO,-». (4)-0-«. ^fcf^(5)-NR^^ 
-SSr^U R'^{*> (l)7k*M^. (2)C 1-1 OT/^^/^S^ *fcf4(3)C2 
- 1 0 r iX/VSSr^ G ^^fi(l)^5fe^> (2)l-2j|iC0Cl~4 T^V^JV^ 

20 -eg^^ttTV^'rt>J:V^ff^(^)C 1— 4T/^=3rV:/S^ (3)1 — 2^001 — 
4T7^=^/l^S"^»^^^'^V^Tt> J:V^ff^(DC 2 — 4T/^^^V:xS^ "tfc 
f:i(4)l — 2#|C»C 1 — 4T/^^/^S't?®$^$tbTV^Tti j:V^|i:^cDC 2 — 4 
r/V^cr^V-^-S^^b. D^J^. Di^^;fefiD2^^«U D^^f^(l)-COO 
HS. (2)- COO R (3)7^ h 7 /l^- 5 * f::}*(4) C O N R 
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10 



15 



20 



25 



^^sOgR'^'^S^^b. R^^'f^s (1) c 1 ~ 1 0 r /i/^/i^ffis (2)y:i^=^/i^m. 
(3):7 ^/i-S-cff ^fc CI ~ 1 0 r^^^/^m. ^ fc f±(4) tr :7 ^ :=./um^ 

R^^'fi. (l)7kmM^*f^fi(2)C 1~1 OT/^'35./^^^^U R^^(*> 
(1)C1~1 0r7^^/^S*fc{*(2):7c^c:^/VS^^U D^^f^CD-CHgOH 
(2)-CH20R^^S. (3)^mm. (4)-OR^^S. (5)7i^/^^/^£. (6)- 
CONR^^R^^S^ (7)-CONR^^S02R«^K. (8)-CO- (NH-T^ 



-co)^A-oHS. (9)-o- (co-r^/i 



i-NH)„.-H 



(10)-COOR^^S. (ll)-OCO-R^°^3 
A-Z«^S. (13) 



(l2)-COO-Z^^-Z 



V% V% 

HN^ - HN 
O 



o s 



h 




OH 



N 



3ibT. (l)7K«m-?^:rcf*(2)Cl~l OT/l-^^^S^^U R'^f*:7:3^^7^ 
S-ee^$tLf^Cl~l 0r/^'3r7^S^^U. R^^f*. (1)1~3^(DC1~ 
1 or/l-=3r/l^S^ C 1 — 1 OT/^=iarv^S^fcf±/>ny>'m^-eem$tt-C 
V^Tfe J:V^lf^:7ccr^/^K-egm$tbf;lC 1 — 1 OT/V^/l^K. *fc:f*(2)l- 
3j|iI(DC 1 — 1 Or/^'3{^/wK^ C 1 — 1 OT/V^^ari/^^feifi/Nny^^M^ 

1 Or/V=3r/v^Sr*b. mAfi. l^fc:f*2%^U Z^^fl> (l)Cl — 15 
r/^^V-^/Ss (2)C 2-1 5r/V<Jrc=iV^-Ss ^fc{*(3)C 2— 1 5r7l^=3{^^ 
V^'S^^b. Z^^f*^ (l)-CO-«. (2)-OCO-K. (3)-COO-S. 
(4)-CONR^^^-^. (5)-NR^2^CO-S. (6)-0-». (7)-S-^. 
(8)_SO-S. (9)-S02-S. (lO)-NR^^^-«. (ll)-NR^^^CON 
R 1 5 A_^^ (12)- N R 1 ^ ^ C O O (13)- O C O N R ' * fcfi(l4) 

-OCOO-S^^U Z^^fi. (l)7Kmig^. (2)C1-1 5r/V=3r/i/S, (3) 
C 2 — 1 5 T/V-^^^/l^Sx (4)C 2 — 1 5 r/V^^/l^S> (5) r i n g 2^^ 
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fcf^(6)c 1 — 1 oT7i/=idf-iy^, c 1 ~ 1 0 r/vdf-/p-^;^S^ ci~ior 

/k^/k-NR^^^-S. t-tcnx i n g 2^-r^g$^$nfcC 1~1 OT/U^/l- 

j^iiA^ Ri2A^ Ri3\ Ri^\ Ri^^, Ri«^. R^^^*3<J;T>*R'«^J*^tt 
^WAALbT. (l)7K*jm-?-^f^fi(2)C 1-1 5T/W^/^SSr^U R'^^i! 

^^^L. E^^{i(l)C 3 — 7v'i5^nT/Vdr/V'S,^fc:(i(2)r i ng 3^^^U 
E2^?*(1)C 3 — 7v'^ar/V'35"/^Ss (2)r i n g 4\ •£fc:f*(3)r i n g 5 

^^^b. r i n g 1^. 43j:t>'r i n g 5^fi. 1 — 3 |i(DR ' j;t>V* 
fcfiR^^^Xem$tl.T^iJ:<H r i n g 3 ^fi 1 — 2^CDR ^ ^^-t?gm$>t 
Tt>.J;<N E2A^^:J:oT^$;}^5C 3 — 7-:x>J'ar/^=3E^/^*fls ^^^^-f lie© 
R2iA^^^{^R2 2A-^,g^^;^-^j3^)^ $ b^c:i~2^0R2^^*3j;t)«/^fc 

fiR2 2^X«m$tb-Ct> J;< . r i n g 4^fii&:'.-f l#I(Z)R2 2^X«J^§ttT 

*3«9, $ e,j^i — 2^0R2^^*3J:t>V*f-f*R^^''Xg*^^HTt> J;<. R 
1 1 A ^ 2 3 ^m^m^ b T V ^ S g^M^ ^ —i^^- o T^-f-^T" n ^ fc r 
i n g 2^f^R2^^XSi^$tl.T^><t<>R''^fi>(l)C 1-1 Or/V=¥/l-S. 
(2) C 1 — 1 0 T/V=i '^{^ v'Sx (3V^ n ^ ^^1^^^ (4);^^ h n (5) 1 — 3 ^©/n 
n^VM^xe^^ttfcC 1 — 1 0T/^=3{^/^S. •SfcH(6):7a^c:^/l-S^^b. 
R 2 2A{^^ (1)C 2 — 1 0 r/l^<^^/^S^ (2)C 2 — 1 0 T/l^^^/^^. (3)C 1 
- 1 0 r/^^/l-^;e-K> (4)7K^^^ (5)-NR2^^R2=^^. (6)C1-10T 
3 dp ix^-egj^ $ tbti c 1 — 1 0 r (7) 1 — 3 <@ O n i^M^ 

xg^^tLfc c 1 — 1 0 r/v=i =3rvs-eg^$ ttfc c 1 — 1 0 t/^=¥/^S> 

(8)-NR2 4Ar2 5a^-^>^|^^^;^j-C 1 — 1 Or/^^/^K> (9)r i n g 6^^ 
(10)- O- r i n g 7\ (ll)r i n g 7^T'Bm$^fcC 1 — 1 OT/l-^/\^m. 
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(12) r i n g 7^-Cei^$ttfcC 2~1 Or/V<>-^/^S> (13) r i n g 7^-X?« 
m^ttf-C 2~ 1 0 rjV-e^^;V^. (14) ring 7^-t?gii:$tbfcC 1 ~ 1 0 
r /V3 ^ VS> (15)- O - r i n g 7 ^T*Ki^ $ ttfc C 1 ~ 1 0 TiV^^vm. 
(l6)-COOR^^^S^ ^fc(*(l7)l~3^0/Nny^M^'T?gm$tl.fcC 1 

(l)7K*M^^fcf*(2)C 1~1 Or/V=3{^/V'^^*U R^''''f*> (1)C1~15 
T/l^^/l^^s (2)C 2~1 ST/V'Jr^/V^^ (3)C 2 ~ 1 5 r7^^35^=/^^^ "Sfc 
f*(4)C 1 ~ 1 0 T/I^^^v-^, C 1 ~ 1 0 T/V^/l/^^K^fcf^C 1 — 10 
r/^=3r/V-NR2''^-S"^g^$^f-C 1~1 0 T7V=3r/kS:|:^ Us R2^^{*> 
10 (l)7k*m^^fcJ*(2)C 1 — 1 0 r yl-'^r/kK^^ ringl^. ring 
2\ r i n g 5^. ring 6^. ^^-^x i n g 7 ^f*(l)— 
^?P$^TV^T J:V^C 3 — 15 (On-n. — #*fcfiH#^;^mmT P -/W 

*fcfi(2)^i^j^^. mmw<'^^^w^nw.=i't^hmi-^M^--^'m(o-^'r 

nJF>^:Sr-^tp. — S|5^fc^*^§|5;aS|afp$tLTV^Tt><tV^3~l 5Mc^¥^s 
15 -m*fcf*H;^^^7^ci^Ty-/WSr^U r i n g 3^*5<tt5r i n g 4^ 
fl. (1)^^::^/^*. (2):7ar=/W^, *fc}i(3):7U7V-S^^b. r i n g 6^. 
*3j;t>^r i n g 7^fil~3#I(^R'"^-e«$nT%J;<. R^^^fil. (l)C 
1 — 10 T/^^/VS> (2)C 2 — 1 0 r/^<>-^/^Ss (3)C 2 — 1 0 T/l^^^/l^ 

(4)c 1 — 1 or/^=3'3ev'Ss (5)c 1 — 1 or/^=i=^^^Kt?g|^$ti/fcc 

20 1 - 1 0 T/i-=3r/P-S. (6)/Nn^Vm^s (7)7KmS. (8) 1 - 3^(^^Nn<5^Vm 

^-eg^r^tbfcc 1 — 10 r/v=3r/^s> *fcfi(9) 1 — 3 jiio/M3<5^Vi^^-e 
gm^ttfcc 1 — 10 r jv^-^^y^-^W^-^^f^o 1 — 10 r/v^/i^SSr^ 

25 (l)T^;i5^mi^^-t?fe«9> >ei^oX^:as-cH2-S-efe«9. >0^oA^;6SA^^%S 
U :a=»oD^:aSDi^^^-ri:#. E^fiE^^Sr^U (2)r ing5^f^C3~ 
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7 iXiJ' 13 r/^=3r/^S^ :7^=/lx^, ^zj:.=:.;vm^ fc :7 /l^^ Sr^ $ -f , (3) 

(B) S^<^M^ 00/003980 -^^^°^:7V 5/ hjcj*, OTO— (IB) 
— (IB) '^7S^^f\.^\\L^m(0^^(0%mi^. S^<2^^^ 00/003980 
h bT«. —m."^ (IB) 




^ (S'f's R'^:*3J;TJ«R^^mtebT. ^^Ig^^fcf^C l~4r/l-'^/^^ 
15 Si-o ) ^^U R^^f*> /^n<$^VM^*fcJ*0-COR«^S (S 

R^^f*> ^.^(Di) ~iv) i?»i^$tl.TV^;5:7ax^/PS*^-1- : 
20 i ) 1 ~ 3 Wi(0(.a) CI ~ 4 T C 1 ~ 4 T /V'^/K (b) C 2 ~ 4 
T/l-^=^/l^:^'^i^- CI ~ 4 T/l^^/K (c) C 2 ~ 4 T/l^'^=^/U:t'^->— C 1 
~ 4 T/^^/K (d) C 3 ~ 7 v-^ n T c 1 ~ 4 T/^^/l^s (e) C 
3 ~ 7 i^i^ n T/V^/l^ (C 1 ~ 4 T/I^=^/V-;^^v^) - C 1 ~ 4 T/V-'^e/K (0 
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y C 1 ~ 4 T/V^r/v, (g):7 - /v— C 1 ~ 4 T jV^jVir^-^ 

- C 1 ~ 4 T;V^7V^ Ch) C 1 ~ 4 T;V^7V^:^- C 1 ~ 4 T/V^/V^ (i) C 2 

— 4 r /i^^^/i^f^;*-- C 1 ~ 4 T/U^/U^ (3)0 2 ~ 4 T/i^^^/i^^;^— C 1 ~ 
4T/^^/K (k)C 3 — 7 v'i^nT/^=3r/^^;^-C l~4r/l^=3r/v^ (l)C3~ 

6 7iXiJ^ n7*/l^=3r/v (C 1 ~4T/I/^/^5=-:^) — Cl~4r/V'^/K (m):^^^^ 

/V5^^- C 1 ~ 4 r /V'^/l^. fzL\i.(xi>y^ ^;v- C 1 ~ 4 r^V^/V'^:^- C 

1 ~ 4 r /i^^/K 

ii) (a) C 1 ~ 4 T^U^/i-:t^iy— C 1 ~ 4 J: IKC 1 ~ 4 T/l^^/K 
<b) C 1 ~ 4 T/l'^/^:^'¥ C 1 ~ 4 T/U^/V:iS J; t)?C 1 ~ 4 T /l^'¥/^:^'3r 

10 Z^. (c)C 1 ~ 4 r/^^/l^;^^i/- C 1 ~ 4 T/^=¥/V*3 J;t5t Kn (d)C 
1-^4 r/^=¥/V;^=3r<x- C 1 ~ 4 r/I/^/^*5 <t tJ«/^ n (e) C 1 ~ 4 

T/V^/V^:;t-C l~4r;V^/V33<fa«C l~4T7Vdr/K (DC l~4r/V 
53f C 1 ~ 4 T/Vdf /V*3 J; tJ«C 1 ~ 4 T/V'=3r/^:^'3{^i/, (g)c 1 ~ 4 T 
C 1 ~ 4 T/u^/i^^ J: t;« I: K 13 ^-^x, :S fcf:i(h) c 1 ~ 4 T/u^ 

15 71^5^;^- c 1 ~ 4 r /i^'^/t'^J J; t;*^-^ n ^ 

iii) (a)^Nnr7^^/K :^;fe(*(b)t Kt3^-v/-cl~4T/^'^/K ^fcf:±. 

iv) C l~4r/i/^/i/:J3J:t!«t: Kn^v- ; 



(C) ic#|#fFttilp[<2^5@0 855389 -^BJIWfcfi. £<T<^— IS;^ ( I C) 

25 — i^s^ ( I c) x^-^fi^i\:.^m(D^^<D'mm\-t. iJc'>H#rFmii<^iB^ 855339 
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its (I C) 



o 




(IC) 



5 fi^m^m\^. 

R^"=f± (i) Cl~8r/^=^/K C2~8r/l/^^/K :^fcfiC 2 ~ 8 T/l^ 
(ii) :7 ^/l^S fc C 3 ~ 7 v-ri^ a T (iii) :7 :=./u 
SfcfiC 3~7 v'iJ'nT/^^^/^S-egi^^tLTV^SC 1 ~ 8 T/I^^^e/K C 2 
10 ~8-r/^<5r:^/K ^fcf^C 2~8r7^=3r^/l-^ (fcf£b. R ^''i^STK^j^^l? 
feSm-a^s (i) *5J:tJ« (iii) (DT/i^^^K T/v^^/K T/i-^^/^Sfi— o 

fc5 8-cnt:'#:^-^tf„ ] 

(D) m'Hmnmm<ikmm9866G3^mmm\a:Si. utcd-^^ (id) i:? 
20 — ( I D) •vm^ti^^}^^m(D^m(D^mn. mwmwmm^Amm ossees 

f*. ( I D) 

i 
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(ID) 



5 R2^Ji;!K*M^*fcf*t Knd{^>x^^b ; 

R^Dfi^j^-^^y^eifiC l~6r7l-^l^:/^^b ; 
R^^f*, 

(i) l~3j@OC l~6T/^=¥/^;^=¥^x^7c:fi^^^<^^VJl^-eg$^$;^^TV^ 
6 C 1 ~ 8 r C 2 ~ 8 r /V^J^^/l'^ fc C 2 ~ 8 T/V'^^/K 
10 (ii) :7 ;c ^/V;^-^ fcif* C 3 ~ 7 v^iJ^ t3 T/^^/^;^'^->'. 

(iii) :7!J/K :7];/k;^^v/^ ^ai^/l/;^drv'^ -^l^^/K -^-^T 
/^;^=3e^ ix, 9 c:^/^^ fc :7 ^ ^ ^/i^;^'^ 

(iv) 1 ~ 3 ^<D^TC>(l)~(40)"T?gi^$ ttTV^;5 :7 

C 3 ~ 7 v-i^^ n r/^=¥/l-^fcf^C 3 ~ 7 i^^ u T/l^^M^Z^ : (l)C 1 ~ 6 
15 T/^=¥/K (2) C 2 ~ 6 r /V'^J^^/K (S) C 2 ~ 6 T/^^:=^^l-. (4) C 1 ~ 6 T 7^ 
^7^;^-'¥ix. (5) C 1 ~ 6 T/U^/U:^^iy- C 1 ~ 6 T/V-^/K (6) C 1 ~ 6 T 
/l/=35^/i/;e-arfx— C 1 ~ 6 T/l^^/^^^-^^ (7)C 2 ~ 6 T/l/^y^::^/^;:^^ v'— c 
1 ~ 6 T/l^^/K (8) 1 ~ 3 ^la© Kn ^■iX■T?gi^$:i^TV^6 C 1 ~ 6 T/l^'^ 
/K (9)l~3^0^>n<5r*vj[g^-t?ei^$ttTV^;SCl~6r/^^/K (10)C 
20 1 — 6 r /V=3r7l/^;^. (11) C 1 ~ 6 T/l^^/i-^:t- C 1 ~ 6 T/V=¥/K (12) C 
1 ~ 6 r/l^=¥/W^;^- C 1 ~ 6 r/V'¥/^;^^^X^ (13) C 2 ~ 6 T/^^Jr^/i^^;:^ 
- C 1 ~ 6 T/W'Sr/K (14) C 1 ~ 6 T^l^^/l^y^/l^y :i-:=^/U, (l5)^^n^^^mi^. 
(16) by 7« ^/K (l7)5/r 7 . (18)^ b n , (l9)r ^ / . (20) t Fn ^rix, 
(21)C 3~7->'i5'nT/l/d5^/K (22)C 3 ~ 7 ixf n r/^^/l/;^-=3riX^ (23) C 3 
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~ 7 l/i^ u TJV-^JV- C 1 ~ 6 r (24) C 3 ~ 7 n T ;V-^;V:^-^-y 

— C 1 ~ 6 r (25):7ai::^yK (26):7a^^/k;^'3rV^ (27)7ccc^7k- C 
1 ~ 6 r /l^^/K (28) ^ c:^/!^- C 2 ~ 6 T/l^^J^ ^/K (29) en c::^/!^— C 2 ~ 
6 T/l-^^^/K (30):7 j^;^/l/;t=3rv'- C 1 ~ 6 T/^=^/K (3l):7 

- C 2 ~ 6 T/V^^/K (32):7 cn^/^;^drv'- C 2 ~ 6 T/l^^cr^^/K (33) 3 
/K (34):7t;/^;^^v', (35):7y/k-C 1~6T/V'^/K (36):7!J7k;^^->'- 
C 1 ~ 6 r/I/=3e/K (37)^^^/K (38)^J^^/^;^=ar->^. (39)^^=/^-C 1 

/K P '^^^/K ■v'iJ' n T/^=¥/^J*^ 1 ~ 3 '(@<Z) C 1 ~ 6 T/l^'Sf /l^s 
C 1 ~ 6 T;v^jV:^-^%^^ C 1 ~ 6 T/^'¥/^;^^->'— C 1 ~ 6 T/i^^/K — 

(v-) l~3^<Dl^T<^£■t?g^%$tt-cv^6:7y/K :7 y /p;^^i>',' ^rcc^ 

: (1)C 1 ~ 6 T/I^'^/K (2)C 2 ~ 6 r7l^<5r::^/K (3)C 2 ~ 6 T/l^ 
(4)C 1 ~ 6 T/\^^/l^:t^iys (5)C 1 ~ 6 T/^'^/I^^^-^^i^— C 1 ~ 6 
r/l/=3r/K (6)C 1 ~ 6 T7V=¥7^;^=3riX— C 1 ~ 6 T/l/^/l^^^-^i/s (7) C 2 ~ 
6 r/^<^^/W;a-=^-SX- C 1 ~ 6 T/V^/K (8) 1 ~ 3 t Kt3 ^v'-^tti^^ 

ttTv^sc i~6r/^'3{u/K (9)l~3^(D/^^y:/M^-eg^^§ttTv^;5c 

1 ~ 6 T/^=3p7i/^ (10) c 1 — 6 T/^^/l^^^Ts (11) C 1 ~ 6 T/l/^/l^^;^- C 
1 ~ 6 r 71^=3^/1.^ (12) C 1 ~ 6 r/^=¥/^^;^— C 1 ~ 6 r/l/dr/ixj^df-^y^ (13) 
C 2 ~ 6 T/l''5^^7^'3=-^— C 1 ~ 6 T/^=¥/K (14) C 1 ~ 6 T/l'^/l^:^/l^y :t 
^/K (15)<'M3<5^':^M^. (I6)fy/Nn^^/K (l7)v'Ty. (l8)^hn, (19) 
T ^ y s (20) Kn (21) C 3 ~ 7 "SX^ n T/l^'^e/K (22) C 3 ~ 7 n 

T/l^^/l^:^^->. (23) C 3 ~ 7 iXiJ' n r/l''3{^/V'- C 1 ~ 6 T/^^/K (24) C 3 
~ 7 ^^c^' n r — C 1 ~ 6 r /I'^/K (25) ^/K (26) :7 
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;^=3^v'. (27)t7cn^/V- C 1 ~ 6 T/V^7K (28):7^r^/l/- C 2 ~ 6 T^V^^ 
/K (29):7ai^/^— C 2~6 T/W=¥^/K (30):7a:^/V';^-^>^— C 1 ~ 6 T/l^ 
'Se/K (31):7 v^- C 2 ~ 6 T/^<5^^/K (32) :7 ^ ^/V;;^^^ C 2 

~6T/^'3rc^/K (33)^7 y/K (34):7 U 7l';^?3f v-, (35):7 y /k- C 1 ~ 6 T/l^ 
5 '^/K (36):7 y /l^::r=3r->- C 1 ~ 6 T/l^^/l-. (37)^^^:^/^. (38)^^^/^;^ 
(39)^:31;:^/^- C 1 ~ 6 r7l^=¥/K •^fcf*(40)^^=/l^;r=3f C 1 ~ 

3 -fliC) C 1 ~ 6 T/^=¥/K C 1 ~ 6 T/l/^^f-zi/^cSf^v.^ C 1 ~ 6 TjV^jV:^^ 
i/- C 1 ~ 6 T/l'^^/K ^^^^ hy^^n7«5=-/K T%J^ 

(E) ISI^<^Wm 00/015608 V\z.\±^ OT<^— flS^ (I E) 

20 *3\ — (I E) -e^$tl.§'ft;'a'^t^)#£<^^af*> IBI^<^^IS^ 00/015608 
^ LTfis — (I E) 
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R^^it^ t ^v^^ C 1 ~ 6 r/l'=¥/^;^-=¥->'^ C 1 ~ 6 T/l^'^^l^:t^iy— 
C 1 ~ 6 r H O — C 1 ~ 6 T/l^^/V^r^ f*^N R ^ ^ 

^^•i-o ) 

R^^f^. ^^^<^^Vm^^fcf^R«^-COO- R^^?i> tK 

C 1 ~ 4 T/^=3r/ix^ :7a:^/^^fcfi:7:^::^/k ( C 1 ~ 4 T /l-^/l^) s 
C 1 ~4T/l^^/^;^^v^s HOOC — C 1 ~4r/l^=¥/K Cl~4TyI/^/^ 
10 ;^'3ev'-:^/^>!J^'^/^-Cl ~4T/^'¥/K HOOC-C 2~4r/^^^/K 

^fcfiC 1 ~4r/l/=3r/i/;^ar>^-:;i7yk7}^^::^7l/— C 2 ~ 4 T/l^^^/^^^-f-o ) 

R^^f*. Cl~4r/l-^Vi^Sr^b. 

15 R^^f*. sir(Di) ~iv) S-egm$ttTv^;5:7^^/w^^^-r : 

i ) 1 ~ 3 B(0(l) CI ~ 4 T/V=3{^/^:^'¥iX— C 1 ~ 4 T 7^=3r/K (2) C 2 ~ 4 
r/l/-^rc=./^;^d5^v'- CI ~ 4 T/l/'^r/K (3)C 2 ~ 4 T/l^'^=^-^U:t'^'>^— C 1 
~ 4 T/V'^/^s (4) C 3 ~ 7 v-iJ^ D T/l/=3r/^;^=35^ iX- CI ~ 4 T/^=^/K (5) C 
3 ~ 7 i^i?' n T/l^^/^ ( C 1 ~ 4 T/l^^/^;^'^^/) — CI ~ 4 T/l^^/\^s (6) 

20 :7 cncr^/V;^^ -jy- C 1 ~ 4 T/^=^/K (7):7 c:^/!^— CI ~ 4 r 

- C 1 ~ 4 r /^=3{^yK (8) C 1 ~ 4 T/l^^/l^^^- CI ~ 4 T/l^^/^s (9) C 2 
~ 4 T/l^-^c^/l^^:*-- C 1 ~ 4 T/W^/K (lO) C 2 ~ 4 T/^=¥^/l/5^;^- C 1 
~ 4 r /V'^/K (11) C 3 ~ 7 -i/^ n T/V^/l^:^— C 1 ~ 4 T/W^/K (12) C 
3 ~ 7 v-iJ^ n T/l/^/l^ (C 1 ~4T/^=^/l/^;^) - C 1 ~ 4 T/I/=^/K (13) 

25 :7cjr^7^^::r-C l~4r/^=^/^"Sfcfi(l4)7a^^7^-C l~4r/^=^/l/^ 
C l~4T/^'3r/i^^ 

41 



wo 2006/016689 



PCT/JP2005/014875 



ii) (l)C 1 ~4r/^=3r/v::^dri/-c 1 ~ 4 T/I^^/^dS J:D?C 1~4T/^=¥7K 
(2) C 1 ~ 4 r /^^/^;^=3r C 1 ~ 4 T 7^=^/1^*3 ^UC 1 ~ 4 r/l^^/^;^'¥ 
v'. (3) C 1 ~ 4 T/l^^/l^:t^iy- C 1 ~ 4 T/l^'^e/v j; tJ? K n ^ V. (4) C 
l~4T/^'3p/i,;e-=3riX-C 1 ~4r7^^7V*5j;t;«/M3<5^'>-j!^^, (5)C 1~4 

5 T/l^=¥/^^;^-— C 1 ~ 4 T/^=3r7^:j3 J; TJ«C 1 ~ 4 T7^^/^> (6) C 1 ~ 4 T/l/ 
^/W^:^— C 1 ~ 4 r/^^7^*3 J:tJ«C 1 ~ 4 r/W^/W::^^^/. (7)C 1 ~ 4 T 
/I'^/i'^;^- C 1 ~ 4 r /^^/^*5 J; t K n ^-^^ (8) C 1 ~ 4 T/i^^/i^ 
^:t-C l~4T/^=¥/^*3j:tJ«^^^<5^'^M^, 

iii) (1)^^ a - C 1 ~ 4 T/l^'^/l^^ fc{*(2) t K n dr^x- C 1 ~ 4 T/l-^/K 
10 fcfi 

iv) C 1 ~ 4 T/^^/l^:$S Xnt: K n ^ix ; 

15 r c 1 ~ 6 r/v^/^;^=^-:x- c i ~ 6 r/i^'¥/i-';^-'3rt^. * 

20 (F) m^J^m^ 01/149661 1/^^ ht^ltt, &.T(D—Wt^ (I F) 

— J^S^ (I F) X^'^th^^t^m<D^&(D^mi-±. Hl^^inm 01/149661 

t\^xn. (I F) 
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,2F 



IF 



(IF) 



R^^n. 7K^J^^^ C 1 ~ 6 T/l-^/K :t ^/l^- C 1 ~ 6 r /l^^/l^. C 2 
R^»^ j:t)«R^''^f*s ^tt^tt^^UT. Tfc^M-^^fcfiC l~4r/^dr/V-Sr 



10 R^^fi. i ) ~iv) S-Cttlfe$tl.TV^6:7a:^/kS^^i- : • 

i ) 1 ~ 3 -ji^Cl) C 1 ~ 4 r v^- C 1 ~ 4 r y^s^/K (2) C 2 ~ 4 
T/i-^:^/l^:t^-y- C 1 ~ 4 T/^'^s^/K (3)C 2 ~ 4 r/^=35^c^/^;^^v^— C 1 
~ 4 T/^^/^'^ (4) C 3 ~ 7 iXiJ^ n T/l^^/I^:^^ v'— C 1 ~ 4 T /l^^/l^s (5) C 
3^7 n r ( C 1 ~ 4 r /^'^/l^;^'^ V) — C 1 ~ 4 r /l^^/K (6) 

15 :7 ::z/i/:;e-dr C 1 ~ 4 T/^=¥/l^^ (7)7 ^ c:^/^— C 1 ~ 4 T/l^^/l^:t^iy 
- C 1 ~ 4 r /W=3r7k^ (8) CI ~ 4 T/V^^/l^^^- CI ~ 4 T /^=3r/i/, (9) C 2 
~ 4 r/l^-^^/l^^^- C 1 ~ 4 T/^'^/K (10) C 2 ~ 4 T/l^'^^/V^:^— C 1 
~ 4 r /^^^E^/K (11) C 3 ~ 7 i^i^^ n T /V'^f-/!^^^— C 1 ~ 4 T /l^^/K (12) C 
3~7 aT/l^=¥/V (C 1 ~4 r/l/=3r/l/^;r) — C 1 ~ 4 T /l^^^r/K (13) 

20 :7 ai CI ~ 4 T/l^^/K yc:f*(l4):7 ^/l^— C 1 ~ 4 T /l^^/l^^ 

;e— C 1 ~ 4 T/V'^r/i^^ 

ii) (1)C 1 ~ 4 T/l^^/l^^^-y- C 1 ~ 4 r7^=¥/V*3 j; tJ«C 1 ~ 4 T/^^^r/K 
(2)C 1 ~ 4 r/^^/^:^'^>^- C 1 ~ 4 T/W^/V3B<t t>^C 1 ~ 4 r/V'=3{^/^;^'¥ 
(3) C 1 ~ 4 r ix'- C 1 ~ 4 r /U-'^f^/V^S <t TJ« t K n ^ ix, (4) c 
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l~4r/l/^/^:^=^v^-C 1 ~4r/l^=¥/^*3j:tJ«^M3^'>'M-^, (5)C 1 ~4 
T C 1 ~ 4 r j; C 1 ~ 4 T /v^^f^/^s (6) C 1 ~ 4 T/W 

'^^/i^f^-^-c i~4r/^'3s^/v*3j;-a«c l~4T/^^/^;^-'3{^v'^ (7)ci~4r 

/k=3r/^^;^-C 1 '-4r/^=^/l^*5J;t>*t Fr2^-v^> •^fc:f*(8)C l--'4T/l^^ 
5 /i^^:^— C 1 ~ 4 r J: t)«^^ o :/jtg^^ 

iii) /A n T/^'Sr/V^ fc t K n =ar i/- C 1 ~ 4 T/l^^/l^. ^ 

iv) C 1 ~ 4 T/V^/^*5 J;t)«t dri/ ; 

(G) mB^Jkmf^ 01/166518 -^/N'^:7 Viv ht^lfi;, &.T(D-'^^ ( I G) 

— (I G) x-7^^^^i[:-^m(D^^(Dmmn. lai^^j^pmoi/ieesis 

. t bT(i> — Jis:^ ( I G) 



20 R'^fiTK^M^. Cl—er/^^/K C l~6r/^=^/K C2~ 

6 T/i^:* 7 ^ >'K y^^^/i^— C 2 ~ 6 y /i^^^ b> 




,3G 



OH 
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R^^jiOT^^ i ) ~iv) mx-m.W:-^tLX\f^^y ^^^/i^^^m-f- 

i) 1 ~ 3 ^<D(l) C 1 ~ 4 T/U^/U:t^iy- C 1 ~ 4 T /^=¥/K (2) C 2 ~ 4 T 
/V.«rc:z/k::^drv'— C 1 ~ 4 T/^=3r/^s (3)C 2 ~ 4 T/l''3r:=/W;#-=35^-SX- C 1 ~ 

5 4 r /^=^/K (4) C 3 ~ 7 v^iJ^ n r/V=¥/V;e-^-:x- C 1 ~ 4 T/l^=¥/K (5) C 3 
~ 7 ixj^ n T7^=¥/^ ( C 1 ~ 4 r /^'3p7^;^dr ix) — C 1 ~ 4 T/l^^/l^^ (6)y 
:r.c^/U:t'^^^— C 1 ~ 4 T/l'^/K (7):7 C 1 ~ 4 T7^'3{^/l/;^dr->— 
C 1 ~ 4 T/l/=3r/l/. (8) C 1 ~ 4 T/l^^/l-^:t- C 1 ~ 4 T/^dr/l-. (9) C 2 ~ 
4 T/I^^^/l^^;^- C 1 ~ 4 r/V=35^/K (10)C 2 ~ 4 T/U^:^/l^^:t- C 1 ~ 
10 4 T/l^'^e/K (11) C 3 ~ 7 v^:^^ P T^^^^/l^'f-:^— C 1 ~ 4 T/l^^/U^ (12) C 3 
~ 7 v-iJ/ n T 71^^/1^ (C 1 ~ 4 r/^=¥/l/^;^) — C 1 ~ 4 T7l/=3r/K (13):7 
::^/^^;r-C l~4T/^=3{-/K *fcfi(l4):7c3^::^/k— C 1 ~ 4 T/^=3r/k^:^— 
C 1.~4T/V'3r7^^ 

ii) (1)C1 ~ 4 r/^^/l^;e-=3r-iX- C 1 ~4 T/^'^/l^*? J:t)«C 1 ~4 T/l^^^s^/K 
15 (2) CI ~ 4 r /l^^/^;^-=3r v'— C 1 ~ 4 T/l^'^/l^iS X UC 1 ~ 4 T/l-^/l^^^ 

(3) C 1 ~ 4 r /^=ar/^:^=3e v-- c 1 ~ 4 T /^'Sr/V'js J; IJ^tK^S^ (4) C 1 ~ 
4 T/l-^/l^:t'^-y— CI ~ 4 r/V^/W*5 j:tJ«^M3 y ^^M^, (5)C1 ~ 4 T/l/ 
C 1 ~ 4 r /^=¥/^*5 J: t)« C 1 ~ 4 T7^^/^> (6) CI ~ 4 T/^=¥/l- 
C 1 ~ 4 r/^saryi^^J J: XfC 1 ~ 4 r/^^/^:^=^ix^ (7)C l ~ 4 T/i'^ 
20 /V'^;^- C 1 ~ 4 r /^=3f^/^*5 i. tJ«7K^S> fc f*(8) c 1 ~ 4 r /^=¥/^^:^- 
Cl ~ 4 T7^=¥/W*5 tK/N n 

iii) (l)^^ t3 c 1 ~ 4 Ty^'3r7W. * {^(2) tKnde>'Cl~4 T/l^'^/l^x fc 

iv) CI ~ 4 r J; D^tK^S ; 

25 ^-^^ f*. -m^-a-*fcj"i-mi^5^^^*-f-o ] 
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10 



15 



20 



(H) |l|^<^S02OO4/O65365-^^>'^^:7 V5/ hiCfi, Wr(D~^^ ( I H) 

— ( I H) x-7r^^ti^it-B-m<D^^(Dmmi-±. mm^j^mm 2004/065365 
t vxn. ( I H) 



y^^/(CH2)„H-Y"-G"D" 




(IH) 




(R''")pH 



1 



fj — ?v 



(R'")qH 




{R'")qH 




^(R'")qH 



(R^")qH 
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^^$t^.TV^Tt> J:V^C l~4T/^=i=35^v'Ss (4)C 1 ~ 4 T/^^ '^rv'^-CgJ^ 
$tLfcC l~4T/l-'3{^/l-K. (5):7aic=./V'S> ^fnfi(6)^*M^. S^M^:J3 

(b)C 1 ~4 r7^^/^S^ (c)C 1 ~4 r/l/=i=3ev^^:jb> itj^y^fcfiCd)^ b 

15 (J) 02/24647 -^/^°>^:7 1/ OT<^)— 1^^^ (I J) 

(I J) ■Xr^$tt5'fb'a^#)c^€-£0^af*^ ISi^^ii^ 02/24647 -i-^-? 

xn. —wt^ (I J) 



O 



20 




(IJ) 
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-r^o ] 

(K) IBI^<^Pfl^ 02/042268 ^^0^-7 U^y h\Z.ns &.T(D—m^ ( I K) 
3b\ — JIS:^ (IK) -e^$:tb§>fb-^i^<^#»0^a{*> Bl^4^^^ 02/042268 

t;if*s — ( I K) 



o 




OH 



X^{±, -CH2--£fcfi-0-^^U 
15 Z^f*- (CH2) 3-. ^^^7K ^ry]J/^*fcfi:>'zc^/WS^^U fcfc 

20 V^nW^. -0-. -OCHg-^fcfi-CHgO-^^U 

Ar^f*. mmm^. mnm^. 
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Ar i^*5j;tj«Ar 2Kf^^ ^fi^'pM^i^x. mmM^. ifS^m^. t.ft.i-±m. 

o-C. ^*^fc^i^mJ::^-gmS^WUTV^Tt>J:< ; (l)t Fn^^s^-v^. (2)/n 
n ^l^m^s (S)^/^^^^^//^ (4) C 1 ~ 7 v-, (5) C 1 ~ 4 r/U=^ ^ 

15 C 1 ~ 4 r (6) CI ~ 7 T/V=^/K (7) C 2 ~ 7 T /l^^J^^/V-. (8) C 3 
~ 7 n T/l^^/K (9) C 3 ~ 7 i^^ n T/l^'^/^C 1 ~ 4 T/^^^/K (lO) C 
3 — 7 v^i^ nT/^=3r/V-C l~4r/V;^7-f /K (ll)^/l^^/K (l2)Cl~8r 
/l^;^ y -Y/K (13)C 1 ~ 6 r/^;i7 y -f/l^C 1 ~ 6 r/^=3{^/K (14)C 1 ~ 4 T/l- 

jvr ^ / > (15) CI ~ 4 r/i'^i fv-m^jvr % j > (le) t Kn ^ri^ 
20 y^}vi^^;v^ (i7)r 5 7 /i/)j?c^/kr 5:y^fc«ci~4 r/^^^/i'T^gi^ ufc 

/ ;^/W7i?^/ur ^ / ^ ix€)y^}vi!r^^^r 5 K> (19) c i ~ 4 rjv^;v>^?vi!^^yr 

% H\ (20)T5y. (2l)^/-N-^fcf*i^-N, N-C l~4r7l-'¥/vr ^ 
(22);^/W^^-l'/K (23)^y-N-^fcf^v>-N, N- C.l ~ 4 T/l/=3^/i/ 
25 ;?7/W^^^/K (24)v'r/. (25)5=-;^-—/^ (26)C 1 ~ 6 r/^=3{^/^^:^^ (27) 
CI ~ 6 T/l^=¥/^;^/V:7 ^ (28) C 1 ~ 4 T /^^^f^/^^^/^^^^/K (29)^ / 
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5 W«m»t-«toT. >^*^fc{i^*_b^^«^^KS^^bTV^Tt> j;< ; (l)t 
Fndr^/, (2)/^n<5r'>'J!g^, (3):^ /U:^^iy/U, (4)C 1 ~ 7 T/V (5) 

c 1 ~ 4 r /v^ ^-^y c 1 ~ 4 r /i^^/K (e) c i ~ 7 r /i^^/k (7) c 2 ~ 7 t 

(8)C 3~7iXiJ' nr/l-^/K (9)C 3 ~ 7 iXi^ n T/^^/l/C 1 ~ 4 
r /V^/K (10) C 3 ~ 7 n T/V'Sr/l^C 1 ~ 4 T /l^;^ / ^ /K (ll)*/^ ^ /K 
10 (12) C 1 ~ 8 T^l^:^ / ^ yl^, (13) C 1 ~ 6 T/l^;* / CI ~ 6 T/V=^/K (14) 
C l~4T/^:*/'l'/^T^ 7v (15)C l~4r/v-==ar^x:*7U'7j^^=/i/r ^ / s 
(16) t =35^i/>^/^>sK^/K (17)T 5: / :^ J^:^::^Jl-T % J -^fcitC 1 ~ 4 T/W 

N, N'-r 5 y;^7i/>;i^'=/^r 5 (i8);^/^Ji^^r ^ K (i9)ci~4r/v^ 

15 /^7}^^T 5 K> (20)T^y. (2l)^y-N-^fcf:±v'-N, N-C1~4 

r/^=3f7Wr^/> (22);^7/W^^-r7K (23)^/-N-*fc{*v'-N, N-Cl 

~ 4 r /i/^/i/;^ /w^^ ^ /u, (24)iyr y . (25)^;^-—/^^ (26) ci ~ 6 t/i^^ 

(27) C 1 ~ 6 T/l^^/l^:^/l^y a (28) C 1 ~ 4 

/K(29)^y-N--^fc:f*v'-N, N- C 1 ~4 T/l^^^/VT 5 7 ;^/^:7^ :^/K 

»J^^t^ J: o r 3 -la* -eS^fe bT J; < s 

(a)x^>05- (cHa) -^*U :a>oZ^}$s- (CHg) 3-^^-t-#^> R^"" 
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(b)x^;6S- (CH2) -^^U z^:05- (CH2) :^^oQ^^S;^;/i. 

10 (L) m^Jm^ 03/008377 -§-/^°:/:7 l/^y £AT<^)— ( I L) 

— (I L) •^m-^Mi\l-^m<D^^(D'^m^-i. ffll^<:^ll0 03/008377 

—m."^ (I L) 



15 




Z^f*. -C (O) OR'\ -C (O) NR'^R"^. -C (O) NS02R'\ 
-PR'^ (O) (OR'^) . -PO (OR'^) ^'^fz.VX.v-Y "7^-/^-5 — T/l^ 
20 (S4'> R'^*5J:-a«R"^J*^ ^tb^*tt^teL-C^ 7K*J!^^^f-f*C l~6r/^ 

mLfi. Is 2. 3. 4, 5^fc{46^^U 

R^^f*. B^^sr y-zi^^fcfi^T^nr y-/k'^'fe'9s r^^. r^'-s r'"-*? 
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R 2 L C 1 ~ 6 r /i^'^/K C 1 ~ 6 r^v^r^-jv-^ C 1 ~ 6 

R^^, R^^, R5L*3j;t>^R^^f*^tL^^tl.3tebT7K*MT-*fc{^C l~6r 
/l-^/l-^^U R'^'iR^^. R^^tR^^^fcf*R^^^R'^f^M#i-5M^ 

(M) mB/M^W, 03/035064 bt^lfis "^^^(0—^^ ( I M) 

M) ■^7f^^M\\L^m(0^^(0'^mi±. |1I^<^M0 03/035064 
( IM) 



o 




(IM) 
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F^i. - (CH2) nM^^l- nMf:il~6<DS^^*-t-o ) . 

5 G^\'X^ -C = C-, -CH=CH-, -CHa-^ gi^S^# bTV^T t> <fc 

L^«. (CH2) n'M^*l- n'M}:iO~3<Dll^^^i-o ) > 

M'^f*. COX\ SOgX^ (fief. X'^f*. OR'^^fcf^NHR'^tr^b. R' 

10 V^T^<tV^7" h^y— NO2. NHSOgR'^^fcf^NHC (O) R'^^* 

Dni> (CH2) n-M^^l- (X'^'n n"MfiO~2(Z)^m^*i-o ) s 
Q^f^, (CH2) ,»'M n'"MJ*0*fc?il^*-rc ) . -CH=CH 

fi^S ^ ^ b T V ^ T <fc V T y — /V- ^ fc ^ W b T V ^ T t> J: V ^ 

20 fcfcbs G":ascH2. n'M^a^s, E^;d57K*M^-e p M:^^ 2 . R^^;d57fcmM 

25 (N) |S^<^MB 03/053923 ^^^l^^l^y h\Z.\±^ 1^1^(0-'^.'^ (IN) 
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N) Tr:T^$tb5'fb-^#l©#S©^af*s mm^^mm 03/053923 -^^^ly^l^iy 
(IN) 



^mi^ (^^. qNf*. l~6 0SmSr^U R^N*5j;tJ«R«N}^;g-^^;jT^^|j 
/^a^^>'J^^^f^:{*gi^S^Wb-CV^Tti j:V^r/^=IdE^v'^^i-„ ) , 
A^Ji. O. S. (CR^*^R^^) ,-N^^b (S'f'. q'Nf^. 1^6 (D^m^ 




(IN) 
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B^f*. (cR^^R"^) ^^~kfz.i-±m^^^m\^. 

v^fi. (CR^^R'^) „,Ns Si^^^^b■rv^T%J;v^-{ffiTy-/K ^fc 

L^f^C (O) Z^^^U 

T V % J; V n r;v^jv^ tti^^^^ bT V ^T t> V ^^■7^ n T/v^:=-7V^ 

pr/^=¥/K g^^^^^bTv^T^<^:v^;^*^r y — /K «ms^#bTv^ 

fiSmSSr^ bTV^T J; V^-^x n r !J — /^r/^=¥/i^^^ b. 
nNfi, 0~3C►S^^^b^ 
mN}^. l~6 0S^^^b. 

R4N^^j;tJ«R^^fi^^^W*3:EbT. ;i<mm^> gmS^^bTV^T^ J;v^ 
T/l^^/K g^^St^^b-CV^Tt><tV^^x>5^^r/^'¥/K gi^S^^bTV^T 
J:v^^7"n>x>^ aT;^'3^/K gmS^^bTV>-C J:v^r/l^^c=^/K gi^ 
£S^WbTV^Tt>J;V^r/^^^/K «m^^^bTV^T^> J:V^-«7^^Ty^'=^ 
/K «^^SSrWb■rV^'Ct><J:V^^7"^r/^<5r^/K giirS^>tbTV^Tti<t 

nr 71^535- gms^Wb•rv^T%J:v^i^m»r y-/K gi^s^ 

WbTV^T^i j;V^-^7^aT y -/K BI^S^^bTV^Tti J:V^r y — /l/T/l^ 
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(P) m^^J^^B 03/103664 -^y^iy-yi^iy W.T(D—^^ (IP) 

(I P) ISI^<2^^II03/103664 

i3:{i> — (IP) 



10 [^tf> x^f*. mmmf'i^t^it.mnm^^mu 

RiPf*. tKndrv-. CN. (CHJ ppCOgR^^. (CH^) ^pSOgR" 
. ^ -CF2S02NH2> -SO2NH2. -CHNHS02R2^ -SO^NH 
COR^^s -PO (OH) 2. CONHPOgR^^. CONHR«^ Cl~4 
15 r/V^i^v-^ - (CH2) ,pNR«^R'^ t Kndrv'^^/KJr 

(CH2) ,p-^7"n^:gr^U ^-^T^n^fi, ^tt^^Tk^M^^-^/^-ev^-C t> 
J;<, "R■'P^::j:o■rl~3^»^$tl.:rc*fcfigmbTV^/cev^t>(J9-efc^9^ 

R 2 ^ f*^ TKi^i^^s c 6 ~ 1 0 r y — /i^^ fcf* c 1 ~ 4 r^u^/i^^m: 

20 6 T/l^^/^^^ b> 

RSPfi, (CH2) „pC6~10Ty-/K (CH2) ^pC5~l O-^'XPT 
D-zK (CH2) ^pC 3-1 0--7"niXi5'nT/V''3e/l-^fc:(* (CHg) „pC 
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5 Z^fi (C (R''^) 2) 



fcfiC 3 ~ 6 iXiJ^ u T/^^/l^^^ 

R^PfiC l~6r/^=^i^s C 1 ~ 6 r/l^=3f /K CFg^ ^hn^ T^/^.v^ 

p P 1 ~ 3 

n P 0 ~ 4 

m P 0 ~ 8 ^^-fo ] 

(Q) mm^Mmm 03/007941 ■^^^•^^:7v^y h^c?*, eAT<^— iis;^^- ( i q) 
20 *d\ — (I Q) x-7f:^fi^^t^^(D^m(Dmmi-i. isi^<2^jwm 03/007941 
ia-t. —m^ ( I Q) 
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o 




Kff. Q«f*. cHg. mmm^^^i^. 

B«{i. -CH2-. - (CHJ 2-. - (CH2) 3-s - (CH2) - 
(CH2) 5-^ -CH=CH-. -CH2-CH=CH-, -CH=CH-C 
5 H2-*fcf4-CH2-CH=CH-CH2-Sr^U fcfcb> B«^S-CH= 
CH-. ^fcf*-CH=CH-CH2-0^> Q'^^^^ CHg-e&iP. 

c i~6r-:x/^^^-t-o ) ^ -0-. -S-. -so-, -sog-^fcfi^ 

10 J°f*> - (CR''«R°«) „Q- nQfil~4(DSm^^U R'"='*5 

J; t)«R ]i5::>^^S;!fc»i^^J0\ R''®:J3J:t)«R'=°(Dlo-^fc:ft 2o;05^g:f^r 

C 2~5*°y ^fc«-CH2-CH=CH-Sr*U 
A«f4-CH2-CH2-^ -CH=CH-^f^{l-C=C-Sr^b> 
15 Z°{i. CH2OH. -C (O) OR'«. -C (O) NR'«R"°. -C (O) N 
SOgR'^ -P (Cl~6r/V^/V) (O) (OR'«) . -PO (OR'°) 2 
^/df^T^ f ^y^-zi— 5 — (/i^m^. R'«:Jo J;l>*R"°fi:.^tb^WSliEbT. 
;*c^M^^^ C 1 ~ 6 r /i^^/i^^^-f-o ) 

20 R^««- (CH2) pqR'"^*^-{*- (CH2) ,qOR«° (S't'. R"^^^X^ 
R « «Ji^tb^Wll5:E UT. CI ~ 6 r/V"^/K n CI — 6 T /^=¥/K C 3 

Q*5j;t)«ciQfl^ti/^^MIlAlbT. 0, 1, 2, 3, 4^fc{i5Sr^i-c ) 
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R 7K*J^^> C 1 ~ 6 T/l-^/K C 1 ~ 6 T/^^Jrcn/K C 1 ~ 6 T/^ 

(R) m^Mmm 03/074483 -^/^°^:7l/^y htzif^, is:^ ( i r) 

(I R) -C^^tl^it-^^(^^&<^'^^i'^s Hi^ii^li^ 03/074483 
( I R) . 



15 T^f*. (l)^mM^s *fcfi(2)iK^jlg^Srl5L. 

x^f*. (i)-cH2-Ss (2)-o-m. gratis)- s-m^m\^. 

A'^f*. (l)l~2i®C»Cl~4T/^'¥/l'SX®t^$;^LTV^'rt> J:V^^iL^(DC 
2~8r/V'3{^l/^^Ss (2)1~2^(DC l~4T/^'¥/^SXgi%$tLTV^T^> 
20 <fcV^E^(^C 2~8r/^<>-^t^^^S> •tfc(i(3)l~2j|i|CC>Cl~4r/l/^/^ 

S-ee^%$^Tv^T <tv^iiL^<^ c 2 ~ 8 r/i-^^r- v-^^t^^ 

G^^fi^ (i)i~2j|ii(Dc l~4T/l^^/^£-ee^$ttTv^•rt> J:v^ii:0©c 
i~4r/v^i/>'Sx (2)i~2|sioc i~4T^^^/^Sxei^$tfrv^Tt> 
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S■^^g^fe$;^Tv^T ^ j; v^ii[^© c 2 ~ 4 r/v^= i/^SS:^ b> 

G^^f*. (1)-Y^-S, (2)-mi^-£. (3)-Y^-^l^-^. (4)-#l^ 

5 Y^it, (1)-S-S^ (2)-SO-S> (3)-S02-*^ (4)-0-m. ^fcfiCS) 

R^^f*. (l)7k*i^^F. (2)C 1~1 OT/l^'Sf/V'S. ^fcf*(3)C2~l OTixyV 

G (.1)^-^^. (2) 1 ~ 2 ^(D C 1 ~ 4 T/^=3r/^S-egi%$ tbTV^T t> J; 

10 V^iS^OC 1 ~4T/V'¥l^:/S> (3)1~2^0C1 ~4r/^'¥/^S-cgi^$ 

ttTV^-Ct> j:V^]l:^OC 2~4r/K5r::n V-^-^^ fc«(4) 1 ~ 2 -fHf^ C 1~ 
4 r/^=^/^S-t?g$^$ :^-CV^T t> <£ V^ii:^K(D C 2 ~ 4 T/l^^^r - ^^^^ 

D^^f*. (l)-COOH£, (2)-C00R2^S^ (3)7" b 7 5 — ( 
15 ^fcf*(4)-CONR^^S02R^''SSr*U 

R^^}*. (1)C1~1 0T/^=3e/kS, (2):7cn^/kS, (3):7:tc^7VS'^gm$tt 
CI ~ 1 0 r fl(4) }fy=c :^/um^^ 

R (l)7i^mm^. * fcf*(2)C 1 ~ 1 0 T/l^dr/l--^^^ b. 

R ^ ^ fi^ (1) CI ~ 1 0 r f*(2) :7 r::/^^^* b> 
20 D^^f*, (l)-CH20HSs (2)-CH2 0R^^^. (3)7K^Sx (^-OR«^*. 

(5):^J^/^5:/k£, (6)-CONR^^R^^K. (7)- C O NR S O 2 R ^^K. (8) 

-CO- (NH-r^y^as-co) ^r-oh^. (9)-o- (co-T5: 
/mmm-Nn) ^^-hs, (io)-coor^^S. (iD-oco-ri°^S. 

(l2)-COO-Z^^-Z2^-Z^^S. ^fcfi 



25 (13) . NH^ , NH>Y 

00s 



>— OH 
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R^^fiC 1~1 0 r/v=3r/^SSr^ U 

R^^^xuR'^i^. ^n^etimiLi^x, (i)7kmm^. *fc«(2)c i~i or 
R^^fis (i)c i~i or/V'^/^S> c i~i or/^=I=^v'S^ *3<fa«^^D<J^ 

■t?ai^$iT./c C 1 ~ 1 0 T/V=¥/^S. ^fcfi(2)C 1 — 10 T7l/^/^S> C 1 
10 gJ^$tbfcit':7ai::^/kS^^U 

R^°^fi. (l):7cn^/l/£, $fc«(2)C 1 — 1 Or7^=3ry^SSr*U 

mRft 1 ^fcj* 2 U 

Z^^f*. (1)C1~1 5r/^=3fW^K> (2)C2~1 5T/\y^^ly>m. 

(3) C 2 ~ 1 5 T/l-^^ 1/^^^^ 

15 Z^^tt. (l)-CO-S. (2)-OCO-S. (3)-COO-^. (4)-CONR^ 
^^-S. (5)-NR^2^CO-S. (6)-0-£. (7)-S-S. (8)-S02-S. 
(9)-SO2-NR^2^-S.(l0)-NR22RsO2-S.(ll)-NR^^^-£.(l2) 
-NR2^^C0NR^^^-S. (l3)_]SfRZ6RcOO-S. (l4)-OCONR^ 

•^fcf:i(l5)-ocoo-S^*U 

20 Z (l)7K*M^s (2)C 1 — 1 5 r/V^^/V-Ss (3)C 2 — 1 5 T/^-Jrcr^/v^, 

(4) C 2 ~ 1 5 T/^=¥ ^/i^S, (5)3S Z * fc }i(6) Cl-lOT/l^^J^^r ^-^^ 

c i~i 0 r7^^/^^;^-£^ c 1 — 1 or/^'^/v-NR2^^-S^ -^fcf^^z 

tbfc C 1 — 1 0 r7V=3r/^S^^ 
^Z^fi. (1)— gi5^fc{^^WlafP$tbTV^Tt><tV^C 3-1 5 (D^^s 
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j^ziR^ rZ2J^, R23i^, R^''^, R^^^, R2'^> R^^^, *3j;tJ«R^^^f±. 

10 (1) Cl ~ 1 5 r /l^^/l^S. (2) C 2 ~ 1 5 T/V<$rr^/kS, (3) C 2 ~ 1 5 T/V''ar 
^/l^Ss (4)C1 ~ 1 0 T7^=f C 1 ~ 1 O T/^^/^^:^M. ^fcfiC 

1~1 or/V=¥/^— NR^^^— Sl?g^$tb/cC 1 ~ 1 or/l^^/I/S; 



R 1 i^fi, (1)C1 ~ 1 0 r/^=3f-yv^, (2)C1 ~ 1 0 r/^=¥/W^:^S. (3)C 3 
~ 8 iXiJ' P T/^^/WS'X?»ife$ tLfc Cl ~ 1 0 r/^=^f/^S^ (4)^ 2 ^-^ffi^^ 
ttfcC 1~1 Or/V"ar/V-£> ^fcfi(5)-W^^-W2^-^2^T'S*^$tbfcC 
1 ~ 1 0 T/l/^/l/S^^ l^s 
20 W^^(*. (l)-O-S. (2)-S-S> (3)-SO-m. (4)-S02-S. (5)-N 

R 1 i-i^fi. (i)7K*m^. (2)c 1 — 10 r/\^^/i^m. ^tM(s)c 2 ~ 1 0 r 

i^/i/^Sr^ bs 



15 




,11R 



OH 
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U^^f*. (1)C l~4r/^'3rI/^^»> (2)C 2~4r/l-<Jr^W^S> (3)C 2~4 

r/i/^^vi/K. (4)-m3^-s. (5)c i---4T/i-^u>^m-m3^-m. (e) 

5 C 2~4T/l-<Jr;:ri^>-^-^3R-K, :^fcfi(7)C 2~4r/l/=3r^lx^S-^ 
3^-S^«U 

U^^f*. (O^^-^s (2)-CH2-*. (3)-CHOH-S. (4)-0-K. (5) 
-S-K. (6)-SO-K. (7)-S02-S. (8)-NR^2^-K. (9);^/^7i?^ 

10 ;^/^Ji?c:^/^£^*bs 

R ^ (i)7K*iE^. (2)c 1 ~ 1 0 T/i^^/^m, :^yt«(3)c 2 ~ 1 0 r 

U^^fi. (l)C 1~1 or/^'35^/^*> ^^^y:/J!g^^ ;^c^S, r/^=i=3ev^£, 
r/v^/^5^;^S. *DJ:tJ«NR^^^R'^^S;ei>6.^fm5 l~3ie(Z)g|^Si?» 
15 |^$tLTV^TtiJ;V^Cl~8T/W=3{^/^S> (2)C1~1 Or/^=3{^/^£^ yM3<5^~ 

^^feiifm^ i~3iii(DBm£-t?e*^$tfrv^Tt> J:v^c 2~8r/V<^^/l- 

(3)C1~1 or/^=^/l'S> >'^^<5^^^^J!g^, Tk^Ks T/^=i=¥>^S> T/i^ 
^35^/1-^^;^^. *3j;tJ?-NR^^^R^^^K^>^Sff:5^S l~3i0(Dgm£t?«m 

20 $tt-cv^-c^><J;v^c 2~8r/^=^^/^K^(4)3^4^«-ee^$tt■rv^;5c i~ 

8 T/)^^/^m. ^ fc(*(5)^ 4 ^^^^ 

R^^^*3J:t>*Ri^^J^. ^iJx^WtebT. (l)7K*Jlg-?. *fcf^(2)Cl~l 0 

mi^. ^2^. ^3^. ^fc{«4^f*. l~5#I(DR^l?mi^$tlTV^-Ct> J: 
25 <. 

R^fi:, (1)C1 ~ 1 0 T/^^/V-Ss (2)C 2 ~ 1 0 T/KJrci^/ixS, (3)C 2 ~ 1 
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0 T/U^^/U^A4)C 1 — 10 T/l-=i ^iy^A5)C 1 — 10 T/U^/l-^:^m. 
(eVsa^^VM^. (7)7k^S. (8)^hn^. (9)-NR ^ ^^R ^ ^^S. (10) C 1 
— 1 0 T/l^=^ ^ v'St?gi^^ tLfc C 1 ~ 1 0 T/l^'^/l'S. (11) 1 ~ 3 m(Dy^ ^ 

-^'^^M^-egt^^ tbfc c 1 ~ 1 0 T/i^'^/T^m. (12) 1 — 3 m<D^^x2^>^m^x^ 

5 WM-^tlf^ C 1 — 1 0 T/^=i =3r->S-t?g^$ n/c C 1 — 1 0 T/U'^/um. (13) 
_NRl«^R^«^^-egm^:?^f^lC 1-1 0r/V=3f-/^S. (14)^5^^. (15)- 
O 5 (16)# 5 ttfc C 1 - 1 0 T/^=3r/^S. (l7)^ 5 

X-m^^tlfc C 2 - 1 0 r/P-^^/^^s (18)^ 5 ^m-Vm^^flt^ C 2 — 1 0 
T/k^c^/kS, (19)^ 5 ""mxmM $ tbfd C 1 — 1 0 r/V=t (20)- O 

10 5 ^mXWM-^flti C 1 — 1 0 T7V'3S^/V'£^ (21)C O O R ^ ''^S. (22) 1 — 

4i@(7)/>a<>^'^M-?--eg|^$ttfcC 1 — 1 OT/l/=i=35^v'S. (23)^/^5/^S> 
(24) t Fn dei/S~T?ei^§ttfcC 1 — 10 r/^^/^*^ ■^/c{i(25)C 2 — 10 

Ri5R^ p,i6R^ *5j:I5Ri^^ft, ^tL^WteUT. (l)7K*jm^s ^fcfi(2) 
15 C 1 — 1 0 T/^=3r7^^^^ 

^S^fi:. TIB(l)~(9):0>b^^$tb5 l-3^Sc9gm£•esm$ttTV^Tt> 
J:< ; 

(1)C 1 — 1 0 ry^=ar/WS> (2)C 2 — 1 0 r/W<>-^/^£x (3)C 2 — 1 0 
^/l-S. (4) C 1 — 1 0 T/V'^i ^ v-S. (5) C 1 — 1 0 r '^i/K't^gi^^ tl. 
20 C 1 — 1 0 r (6)/N (7)7K^S. (8) 1 — 3 'iI<^)^N P <^ 

^'j^^-ee^^ ti^fc c 1 — 1 0 r/i/^^/i^Ss (9) 1 — 3 n ^VM^"eg 

tbfc C 1 — 1 0 r ix^-eSI^^ C 1 — 1 0 T/^^^E^/^S ; 
^1\ #2\ ^3\ *3j:-0^^5^f*. ^tl.^tL?fi3^UT 

(1)— §P^fcf^^§i5yi5|g?0$tLTV^Tt> J:V^C 3-1 5 (D^m. — ^^fcf^H 
25 ^^m^ry— /K •^fcJ*(2)l — 4i@(^^miK^> l~2^(D^mM^*5 
J:T>V^f-J^ 1 ~ 2ili©?5SJtJ®^^>b^^$ttS^xnM^%^tfs — 
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5) T^ib^mmm'f-^^v. x^^as-cHg-ssr^u d^;osd^^^«u d 

~4T/^drix;/S^^U E^i^SE^R^^U E2'^;aSu^^-U2^-U^^^* 
20 U U>^;5Sci~4r/^=3ri^V^^^b. ;0^oU^^;a5c 1 ~ 8 T/^^/i^^^ 
*-t-i:#^ U2^(t^*^^. -CHa-Ks -NR^^^-m. ^fM:fy/^^^/i- 

6) T^:ismmM^^^U X^;a§-CH2-SSr^U D^^aSD^^^^U E 

25 *fcf*C 2T/v<5r-i/^g^^U ^^oU2^;as-co-S^^i-i:^. A^^5 
A^^^^^-f. 
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7) 4- C (2- { (2R) -2- C (IE, 3S) 
■ •:/^>-^:J3j:t>'4- {2- [ (R) -2- ( (E) Kn :35^-:x-;^i^ 

5 #^^l^<o ] 

(S) X^ia#fFI±JM<^5B^ 2005/0049227 -^5giffl»j3:fi, e;^TO-flS^ (I 

3fe*5. — (I s) x7Yi^fh^iv.^m(D^^(D'mm\-t. ^m^wmm/jkm 

^ 2005/0049227 ^8^lffl»^^:f^lB^^:|B«$^TV^6o t^feoT. *^PJ©EP4 

r^^:^ V k UTf±s —0:^ (IS) 



6r^^ 

15 c^4'. r^«> c02r^^ conr^%. ch20r^\ conr^^sog 

R^^ P (O) (OR^^) . 
N—N 



R ^ ^ J*. 7K*M^> :7 :n CI — 6 T/l'^/^^^ 

20 R^^33j:t)«R2^fi. -^Dix^Wfiir UTtK^M^s tFn^Sri/, CI ~ 6 T/l- 
^JV-;^^ CI ~ 6 r v'/l^^'^r v' b> , 
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R ^ n-i. :^mW^^. C 1 ~ 6 T/U^/V, C 1 ~ 6 T i^/V^^ 

Z^fi^ C3~10r/l^^/K C 3 ~ 1 0 -JXi^ n T/i^'^/K 6~10M<^3S'# 

mmmm. mmm^. mmm^. ^xx^^nm^-A^hts:^mx^mi-tM i 

(T) HI^<^IBM 2004/085430 ■i-^-^:/:7Viy hKi±. J^T<^— (IT) 
^^—^^{I T) -tr*$;rt5'ft;'^#/(^^*(^^^f*x 111^^10^2004/085430 
i! bXf*^ — (IT) 



15 [^"f^ Q'^{i> (CHg) (CH2) ^T-C6~l Ory-ZK (CHJ 

„T-C5~1 0--7^n^, (CH2) ^T-C3~l 0--7^Pmr/V^/K (C 




w"^ u 
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Ri^f*. - (CH2) pT-^Kndrv^. - (CHJ px-^^T/. - (CH2) 
5 px-CO^R^"'^. - (CHJ .T-SOaR'"^. - (CH^) px-CFaSO^ 
NH2. - (CH2) PT-SO2NH2. - (CH2) pT-C0NHS02R^\ 

— (CH2) pT-SOaNHCOR^^ - (CH2) py-PO (OH) 2s (C 
H2) pT-C0NHP02R'\ - (CH2) px-CONHR^\ - (CHg) 
px-C l~4r/^3dr-sx, - (CHg) px-v^^nT/l-'^/K - (CH2) px 

R^Tfi, ^fi32:LTC 1~1 OT/W^/K (CH2) ^x" C 6 ~ 1 0 T U — /K 
(CH2) ^T-C 5 — 1 0--^7"n#. (CH2) ^x-C 3 — 1 0-^7" n^r/W 
15 (CH2) .nT-C 3~8 v^iJ^nT/l^^^j^/K O-C 1~1 0T7W=ar/K O 

— C6~10ry ^/K O — C 3 ~ 1 0 iy^ n T /l^^/K Q — C3~10^ 
xn^r/i/^/^Sr*b. fcfcbs R^'^;a^O-C 1-1 OT/i/dr/K 0-C6 

— lOry— /K O— C 3 — 1 0 v'iJ' nT/^=¥/K O — C3 — 10^-rn^ 
T/i'^/^^^i-i^^ R3T:joj:tJ?R^'^fi/M3<5^>'Sr^$-r. ^T/v=¥/K v- 

20 nryl/dr/p, ^7"n^T/^=^7K T U — /K 1~3^0R*^ 

/i-^mu R''^*5j;tj«R^^f*. — m-^ceo-c^mm^^^ mnm^s so. s 

O2*3j:TJ«R^^-t?«i^$ti.fc^^iE-^;0^6>5SJi;h.S 1 — 2j@(^)---7^nig^^s 
25 ■^^ttTV^'rt>J:V^3 — 7M<^;^*^^?^^^L'■C^<^^<^ 
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5 R ^ ""^f*. tK^M-^s C 1 ~ 1 0 T/l/^/K C 3 ~ 1 0 -^XiJ^ p T/l^^/K (C 
Hg) pT-C 6 — 1 or (CHg) pT-C 5 — 1 0-^v"n^. CR^"^ 

R^^OC (O) O-C 3 — 1 0 v'^nT/V'^/K CR^^R''^OC (O) O- 
C 1 — 1 0 T/l/^/l^^^ 

Z^fi. Hfi^^, ^«iit-?x ^S^M^^ (C (R""^) 2) -CH=CH 

10 -^^u 

R^^f^. C 1 — 6T/l/3=¥v', C 1 — 6 T/l^=3r/K CFg^ ^hn, T^y. 

v-T-/^ c 1 — 6 r z^'^/^r ^ y . ^m^^j^^^^^l. R^^fi^b^^, ri; — 
/K ^-T^p^^^ s — c 1 — er/v-'^/K s — C6 — lory— /K s — cs 

15 — lO^T^n^, C02R^^, 0-C6 — lOTP— /K O — C5 — 10^ 
T^n^^ CH2O-C 1 — er/l':^/^ CHgS-C 1 — 6r7V=¥/K CHgO 
-TP— CHaS-TU— /I'^^U 

pT?*, 0 — 3^^L. 
20 nT{*, 0 — 4^*U 

mTfi, 0 — 8^^i-o ] 

25 «(U) IS|^<2^@B^ 2004/085431 1/ 5^ h J^fi, ^T(^— ( I U) 
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( I u) -v^^fh^it'B'^<D^&(Dmmn. m^y^mm 2004/085431 

( I U) 



Z"f±. (CH2) -CH=CH-^^U 
10 R^"-fi. (CH2) pu-t Ko^i/, (CHg) pu-COgR^"". (CH2) 
nu"^^ n M--^ n 1 ~ 3 ii© R ^ i^^TV ^T t> <fc < . 

R^"{*s ?i6aELTC 1~1 Or7U'3r/K (CHg) C 6 ~ 1 0 T — 
(CH2) ^u-C 5~1 0--xn^. (CH2) ^u-C 3~1 O-^T^n^T/l^ 
15 '^/K (CH2) ^^-C S-^Siy^ nT/U'^/U^mi-. mT/U'S^/K nT 

R^"*3j;t>^R^"fl^ ^n^^tb^AELT. TKmm^s /Nn<f>'. CI ~ 6 T/l- 

20 R ^ " f*. CI ~ 4 r /^dr/V:gr^ 

R ^ ;4c^M^, Cl ~ 1 0 T/V^/K C 3 ~ 1 0 n T/^'^/K (C 

H2) pu-C 6~1 or !J-/K (CH2) pu-C 5~1 

R""«^ CI ~ 6 ^iXx Cl~6r/^^/K CFg^ ^hn^ T^/^ 



O 




(lU) 
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/K S — C 1 ~ 6 r S-C6~10ry— /K S-C5 

~10^'rn^> O — C6~10Ty— /K O-C 5~1 O^T^P^, COg 

R«", CHgO — C l~6r/l/'3{-7K CHg S-C l~6r/^=¥7K CHgO- 

mUf*. 0 — 8 ^^-To ] 

(W) H^<2r5l^ 2004/063158 1x5/ h^cf*, ( I W) 

15 —1^^ ( I W) mB.<imW, 2004/063158 
— «^ (IW) 



20 nWfl^ 0~4SrSU 

A'^f*. T/w^/K ry— /K ^T^nry— /K t y — /i-T/^'^pyv. ry— /i^ 

E^fi^ -CHOH-^ -C (O) -^^U ' 




(IW) 
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X^f*, - (CH2) 2-^ -CH=CH-^^bs 

Y^{*s -cHg-s -CH=CH-, ry — -^T^nry — i^^'. -o 

-S (O) (-wT\ pWJ*0~2Sr*i-o ) . -NR"^- (^^ 

5 Z^i-t^ — CH2OH, — CHO^ T h^y^^^— 5 — f /K — COOR''^ 
Riw^ R2W^ R3W, R4W, R5W^ R6W^ R7W^ R8W^ R^^*5j:tJ«R^°^«. 



15 L<. i:!9 0*L<f±. — ( I A) ~ (IW) X^^fh^^t^mxhy) . 
$b^C0*b<«. — (lA) , (IB) , (IQ) -^^^^^-fb-^i^ 

^jC^^bVMti^i^^ bT«. ({3-C((lR, 2S, 3R)-3- 
tKn?3ev'-2- { (IE, as) -3-t Knd5^-:x-4- [3- 
20 :7 3^^/l/] ^^5? — 1 -cc^/k} — 5 —:t^y-y^ ti^^^^/l^) 

jV^r::^jV\ -^Uif/U} :^/U^T=^^l^) B^; 4- { [2- ( (IR, 2R, 
3R) -3-t KndE-i/-2- { (IE, 3S) - 3-fc }^n^iy-4- [3 
- (p^ :7ai^/k] - l-:x.::^/u} 

^y^jV) ^^/w] ;^/k:7r^/W -:f^^^^\ 7- ( (IR, 2R, 3 R) - 




(!) 



OH 
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3 — t Kn=3{^^/- 2— { (IE, 3S) - 3 - t: Kn ^i^"- 4 - [3- (p^ 




^•:f^>'m; (5Z) -7- ( (IR, 2R, 3R) -2- { (IE, 3 S) 
-4- [3- (z^h^iy^^/l^) - 3-fc Kt3drv^:7^>5?- 1 -cc 

5 ^/H — 3-t Kn^i/— 5 — ^=¥y v'^ n^^^^/^) — 5 — ; 

(5Z) -7- ( (IR, 2R, 3R, 5 R) 2— { (IE, 

3S) —4- [3- (31 ^dri/p^^/^') >^a:c=:/P] _ 3 - 1 dri/:^'^?' - 
1 - jicm/^} — 3 — t Kt3dr>'iXi5' t2.<^^7l/) ^r^'iJ'- 5 -^^^^ ; 4 — 
C (2- { (IR, 2R, 3R) -3-t Kndrv'-2- [ (IE, 3 S) 
10 - 3 -fc Fndrv^-4 - (4 - 1 Fn drv-- 3 ^7V-:7c^::^/l') ^^^^S'- 1 
— — 5 — ::^^y->'i^ ^--^i/^/k} =s^^;v) y^;v:7r=^J^'\ 'fd'iy^; 
^^/I^ 4- { [2- ( (IR, 2R, 3R) -3-1: Kn^iX— 2- { (1 
E, .3S) - 3 - 1 Kn^i/-4-. [3- (^ h =3f--$/^ ^/V-) :7a^:=i7l^] 
iJ'- 1 — ^c:^/^} — 5 — ;^=3ry i/i^^ D^^^/l^) ^^/^] ::^;V7t^M 
15 ^yji^j. ;4_ { [2- ( (IR, 2R) -2- { (IE, 3S) -3- 
fcFn^v'-4- C3- (^ h^v'^^/V') :7 3:c=.yk] - 1 

— 5 — ;^^yi/^ o^:x^7V) ^^/i^] ><./v:7t=/W 4— [ (2 

— { (2R) -2- C (IE, 3 S) -4- (3-i5^nn:7j^^/^) -3- 
t Kn s^E^i^r/iJ' - 1 -ai^/i^] - 5 -:ir^y\^xi U 1 — f/u} ^^/i^) 

20 ;^/^:7r^/H r/iJ'v^; 4- { [2- ( (2R) -2- { (lE, 3S) 

— 3 - 1 Kn=3rv/— 4 — [3- ( hU :7/P;e-n7<^/i/) :7ai^/k] ^'^^J'-l 
— — 5 -;^-'¥y t°T3 p 1 — T/H ^^/v] ;?^7V>'T^/W 

4_ 1^ (2- { (2R) -2- [ (IE, 3S) -4- {A-^/V 

:x:.=^/v) - 3 - 1 ^^r^xT"^ - 1 -^^/i/] - 5 -;^=3{-y t;°a U 
25 1^-1 -^M :^;vyr^J^'\ 4- [ (2- { (2R) 

-2- [ (IE, 3S) - 3-t Kndeiy-4- ( 2 -•:^:75='/^) ^^'^J'-l 
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^l^m. ;4- [ (2- { (4S) -4- C (IE, 3S) -4- (4-:7/l- 
:^a:7 3:;^/l-) - 3-t Fn^ar-^-- 1 -^7"^/^] - 2-:^'3ry- 1, 3- 

>^i^-3--r/W ^^/v) :x7v:7t— 2- [ (2 

5 -{(2R)-2-C(lE, 3S) -3-tKn^iy-4- (3-^^/^- 
:7 3^c:27k) y^^iJr _ 1 - 5 V fcT H U V^^/- 1 iM ^^/W 

;?!:7v:7t— /i^] -1, Z-^T-/—^v-A.-io;vi!^^^m.; 2- [ (2- { (2 

R) -2- C (IE, 3 S) -3-t Ko^^v';^;^^^- 1 -5- 

10 >^l'-4-;&/V#i/^ ; 2- { [2- ( (2R) -2- { (IE, 3 S) -4 
_ [3_ (1 2-'Y7l/) ~7 ^=^?V\ - 3 - 1 Kn^ix:7^^ 

- 1 - 5 t'n y v^^- 1 — OV) cc^/p] ;5^/k:7T^/W 

- 1-, %-^ry'~)V-A-io;V^^^^', 4-C(2-{(2R)-2-[(l 
E, 3S) - 3 -t Kn^^rv';^^^^- 1 - 5-;^-^y t:°n y v?^^ 

15 -1— r/W ^^/i/) ;^/^:7T^/^] r/iJ?^^; { [3- ( { (IR, 2S, 
3R) - 3- t Kndrv-- 2- C (IE, 3 S) - 3 - 1 Kn ^i^;^^ - 
\—zr,-)V\ - 5 — ^^^y-:/^ n^i/^/k} ^/v-^'T— /l^) y^ntiVv-] ^/l^ 
•7r^M ; *3j;t)^2- [ (2- { (4S) -4- [ (IE, 3 S) - 

4_ (4 -:7/^;e-n:7ai::^/l^) - 3 - 1 Kn 53{^-i/:/iJ' - 1 -ct^/]^] -2 — 

20 ;e-^y-l, 3-;e-'3rf-yy i^i^-3— I'/W ^^^^/i.) ;;;./i.:7t=>'1'] -1, 

({3-[((lR, 2S, 3R)-3-t: Kn^v'-2- {(IE, 3 S) 
25 -3-fc Knd{-v'-4- [3- (^ :7ci.^/V] ^'i? - 1 

-^^i,} _ 5 —^deyv^:^ n^^^^/i') j^^/k^'r— ^^ntVi'} :5<./u:7t = 
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}^) 7^^/^ 4- { [2- ( (IR, 2R, 3R) - 3 - 1: K a =3{-iy 

-2- { (IE, 3S) - 3- 1 K'=2=¥^^-4- [3- h^^-JX^^/l-) 

:7t=/^} *5j:-a«4- [ (2- { (2R) -2- [ (IE, 

5 3S) — 4— {A—-yjV:^n'7a^=^;V) — 3 — t Kn dr-ix:/^ — 1 - j^c^/I^] 

— 5 — ;e-=3ry y 1 — ^/H a^^/u-) ;;^/i^:7t^/^] i^^Ji^ 6> 

r/I/=¥y^S^ T/^<5r^/l^S, T/l/^^/l^S. T/l^^^j^yv^drv-^^ r 

(E#:, Z^. v':^#:> b^^;^^*:) . :^^mm(DmEmc^^m\^i^ (R 
SrW-r^^fe^^&ttft: (D#:, L#:. dfr, im . ^ x^-^ hi^^y^ ^ 

>^ f**ftffi0^t{r#J (i->^C*3tj i3 -sag) ^^:^'a'L•rv^6 ^ «r^t>b. 
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T/i^:fyv±m (Av^-h, "^MJ-^A, v^^j^m) (Dm. T/u:^v±m-^ 
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^ nf^:^ ^> fe5V^^i^:tl.6>©jli-a'#'SrffiV^T. WMM 50-3362 

1^ 52-31404 61-52146 -i'0^*H»IE«(^;^^^-ffiV^5 ^ h^^^'O-^ 

=/Hb> ( 5-^^/1/- 2 -;*-^y-l, 3->?;*-=3{^y i^>'-4 — T/i^) ^ 
b^i/;^;/P:ij^^::^/Wb> 7^ b ^ t K n :7 ^ r^/Wb, fc' n U v?/k^ ^/Wb. fcV^ 

Mt. -'^/^^ h4Mt. TT^n/NV-YMb. tV-^a^/Wlis f-^>^^/Wb^ 7 
:=-;vir-^-y^^j^^y-'TM\:.^ v*/p:3^;^7^/Hbs ( 5 - ^ ^/v- 2 — 
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■ i99o¥fij mmM^(Dmmi mrm ^^^'f-mm i e 3~i 9 8M^3:lB«$;^^ 

10 fi. g^iKi4*5J;t/f^W^^tttc-gtb. jO^oS^^ma^Stt (EP4T 

mm(Dm\^-hi&\^^ih'a-mxh^o ^tib(Dmw.nm:mffat vxmm't^i^h 

15 [if • p^/i^^ • -^^^r/i^ • • iJ^Vr^V i^v^;^ • Ti/ K • -fe^ 

1 7 ilS) ^ 7^ /W^ & C o . mM. (The Merck Manual of Diagnosis and Therapy 
(17th Ed.), Merck & Co.) mmi o 

^^um<D^^. m^tWf^^'&m. mammas ^^4:tT^4 9\fVT^m 
r^^v^^vy"^ (wmt^m(Dmm j > m^r^mm^t. 1998^7^6018 

25 i:^mM^t-^m(Dmm:^mi 

:$:mm^t^''^n. ^^^(Dz^m. m^^. ll^<2^^Bo3/oo9872-^/^°>^:7^'^y 
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|lI^ttiMPCT/JP2004/000419-^ig^« (|l||^M^2004/065365-^^^°^/:7 U 
5 lyh). |il^^^0Ol/24647-^/N°:/:7l--iy Hli^<i^@B0O2/O42268-^/N°^^:7 
1^5/ |l|^<i5jM^03/008377-^^N°^^:71/5' H|^>^P^03/035064-^/>°>' 
•:7U>yh. m^^mm03/053923^-y<>:7Uy |ll^<^|g^03/103664•^/^• 
^-l^ 1/ y h ^fc{ilSI^<2^5fl^03/007941-i-^^°^:7 1/ >y b . >{^|lI#fFmM^§i0 
2005/0049227-^P^i^#. ISI^<2if^B2004/085430^>'^°:/:7 l^iy HI^M 
10 112004/08543 1-^/^>':7 1/ 5/ h ^ f^:^:i|al^<2^^^2004/063158-^^^°^:7 y 

15 CEmia--<^3iffl] 
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:^hi-±. 1) -rum^^'Mm(Dm'm^^(om^^^t^y'^f^i-^Mm. 2) m 
m'm^toxh^^\ :i(Dm-^(Dwmn^\^xm-^ir^m^\a'i. mmi^-^^ 

>t? y ^ V:^^ K (DNA, RNAs . T^^^ir^;^, 

15 =1-1' ^ ^ft:'^'fc5>0\ ^yt}i!7i5^5^^#-CfeoTti J;V\ ffh.<D^fe09tS#* 

20 ft$i3ffiv^;^Lf^j:v\ m.(DmmmiM<D2mu±^^M'ML<Dm^x-m^^t>^x 
vm^mB-i- V p ^j>^mn. ^50^, m^mw. ^ • ^ 
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Mmm. ^^^m. ^ri^^i^^—m. -^(DmcD^^mmmM 

^nyv^, a^T^':=^:^h^ a ^iJ' =?^^ GAB AT h . ^ 

15 #1. ^^^^/w-v-r v-^, mMi^y-^^-^^y. ^y^y^fi^^ pa-i8 0 

6^ IB-3 6 7^ hr/^-^^i^^-H PA-1 4 2 0, K'^y/Hfv':/^ fiS 

^^m'M.tVX\-X. mK.\t^ PA-1 8 0 6. IB-3 6 7. 

PA- 1 4 2 0. K^ry/l^lfv':/, W^T:^ Vn-^^ly^^^ MBf^y ^ 

25 mm ■ Jn:i*8^^^ bTf*. :r.;v^^ ^ i^UM ^ Kn 
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m^i'£. ^^^^^^fc^-s mm^e/u}!:^., mm^'^i^^^. :7ai^i5^=— /k 

5 u^^y—zu^ m^i^'y^^yi^. :7/i/^v-y^K> y9^^^zi^:^>'M 

K> :7"n \f^iym.^^ n^^y:^^ MJTAixyn ^T-fe h ^ K> \f^</um 
15 tb. I^m>^ • ?^lt^;^7^n^ K^i: LTfi. ®^^^/^9^y^. l: K 

yci:/, K^yn^/^ b y y^^/i/g^^:^"^- K^y n 

y i/^ylxK^y^i/-:^ MJ g^^xMn:?"!^ ^/i-yi/ K=yn 

20 y-s K^^^p^^s n/Nij^^Tf^/i^yv-K^yn^^-^hy 

hyri^^v^yn^, h y TA-:yy n h y ri^v-y n ^-rir K. 

/NVp^^v^T^sarf-T^ i5^yv, @^^/^°7P<i^y^> -^^^^^yy^jos^jf b 

tb. g^A.^^^-r n-r K^-i: bTfi^ t:°;^y^^:^ n 7< ^ y y. 

25 y"i3 t:'';^-;x^y/P'^:;&y^^, :^Vy::^ K> y/i^c:^y y K\ h V r Aixy vt 
ST-12 6P. v'iJ^vy^K. ■7'^^1^^^5'yy/^°t3 ^^ ^;,t^ 
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^>'K^^->'^s ;^:rn:7ciii/^ >J^:7ac■:^•^— v^p< y:/n tVi^r 
a^iy-zf^^/ly^ t'n^ix;^;^., T^y'^v';^;^, Ti/fndrv-;^ 

A, ^t°yy-/K 4i:m^T^^ K it^^yyi^v. ^ 

^/vyr^i^. y./^t:°y>^. ^y'l^^:/, -y-y k^^^ •feT';^G. r^t'n- 
N. y/kJi^v. t°y^^m^i^> r^br^yy^^'. y^^-tr^^^, y^^ 

^ty.iS'^^'^i: LTfi. Mx.f*. y-^/^-^^ bf^yoi^, y^yi?>. 

TAK-4 2 7> ZCR-2060^ NIP-530^ ^y^J^yiXy 

n^— b> ^yyy.9^i/. BP-2 94, r^^Kyy>bs yyy-f:/^ 
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•:f^;V::^:=i:^V M'^^ V /Vy' n -J , it'f b h n ;^ t° A , Z-338. 

K- 1-12166-04. ONO-8025. ^V^^^^^^l^. yM-905 J^C if^^^lf btbS„ 
A;^;^ y ^ri/:?=i'^;^ b t LTfi. YMDOS. ONO-8025 f^ifti^ 

15 ^tfbti.5o 

Ky ^ b tf^^/K lt^r/i':7y->':/. Aio-8507 L#:55 

20 ^tffettSo 

GAB AT =^'^;^ h -i^ LTfi. MxLfi. .if O^^-T — b^^^=^^-f 

E p iT;xi? h k UTf^H M;tf^x WO98/27053 -i-PJilB^tcilB^^tt 

i 
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fc^t-B-^. EP878465 -^-P^lffl^t^fBic $ nt^it-B-^. * f^n WO02/72564 

E p aT ^'i^' =fc:^;^ h i: L-cfi. WO02/16311 ^^mmw\^wM^nf^^t-^m^ 
*5 J; t>* WO02/20462 ^mmwi^mm ^ ntc^h^mmn^mif hti^o 

s#s(iv imt^. mm^j}^. i^^^m. mmmmmi^^^m 

0. 1 n g;0^b 1 O Omg(Dg£|S-t?— 0— |l|;ei^e>^|lI#^P^^$tl.6 

15 m^-hh^o 
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15 m^MK.^^t'h'V^^o 

mn^-^<Dfci^(D\;^mmmmi-t. mmmmm^ti^yKm. mmm • 

20 tt. s^H^i. ^mb^i. fL^b^i. -r^^j^ m^m. ^mik ^^m. mmm 
^mQ^^(Dfci^(D^mm(Dmma-i, m^i^. ^mm. ^^^^m. ^v- 
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;vm X t'!^'® (5::ya!:7, Mnt>, «feWv'>'^) , (:iJ^ y ;^-=35- 

1/ ^'ij'-' y 3 — -7° n 1/ y =t — /i^. y w y n — /k 

15 '^^fi^ifl. ^"^im. ^mim. mmnm^^A^x\--x-h^ 
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f^nso m^i-^. m^'f-mm. mm^ mmmsMm. ^m^^n. nj^^timit 
25 V '^hmn<^^-^f^itmmmm-^nx\^^^:^\^ji:^m^'^ti^o m 

t 
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^^bTV^Tti j;v\ :^:7'i/-^J(^)W3&:>^^f*s 2,868,691 
J; XJ-mW, 3,095,355 b < IB^ $ ti^T V ^ 5 „ 

20 DT3iM*i^b-rpM$tb§„ 

25 mzmm'^ft.itmmi'Xm\^^^mm(DmMm^^-^'i~^o ?^^jf*. x>t<:> 
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m^. (2) (3) ^m^^^n/-^fz.\rr^m.m^ m^\~t. 

felt (4) ^5g^*3J:T>V*fc{*TfI5-^S§(^W^^SraS:#i-'5r .^^^^ffi 



92 



wo 2006/016689 



PCT/JP2005/014875 



mat. mmmmm-t^^t^mi (4- c (2- { (2r) -2- c (1 

E, 3S) — 4— {4—y/\^:ttiya:.^/U) — 3 — t: Kn^ixiT'iJ'— 1 -oi 
^/k] — 5 — y t'n y v^^^- 1 — {M ^^/u) y^/uy r — z^-] -f^ ^ 

^ Kfi^ ^ 5/ h fl^K^^i^-rvi/) ^^-r 7 :7 -e 5 . 

(1) :;^7 7"— T^/i^oWe 

llt'I4!>-f ^^i^'— (Wistar) ^^ixb OMfpBU^) COMB^F^izi. ^:/h/-^ 
^^tf^^/i.^ |, y ^ (4 omg/kg) ^?§£ALT^#UT^§P^IEit'©M^. 
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->^u:^:^'^T^ ]'m^Bm^'^y'M-i^ ->'i^ n 7^^;p(. :7 r ^ K (Sigma) 
ISOmg/kg (DmMX^^mm&P^-^-^'t^ ^ i: t^i J: bfco 
5 >^MS¥ (Control) Jeifi^^TK^MflSl^S^ LfCo 

T^m«<^4, 2 0. 3 0. 4 5^^^^J:^tL^'tL#ffi»-e^P^-^UfCo 
^.e4b\ (^T> Vehicle i:VN 5 ^i::d5feSo ) ^^f«^^b^^(Z)»-^^ 

10 (Dix;^ h ^ M) — ^frofco 
( 3 ) v-;^ h p< m; — 

:^yT^ KMiS^frt^Jfe/O^o Control (Z)^ 1 / 4 i: o (Ull ) „ 
fgTbfc (1112) o 
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^mh-B-l^tVX, EP^r^?'^:^ b'T?fe5 4- C (2- { (2R) -2- 
C (IE, 3 S) —4- (4-:7/V;rn:7a^c^yl/) - 3 -H }i^U'^iy:f^ — 

1— aicn/i^] - 5 —;t-5¥yt:"'n y 1 ^^/u) y^;vyr=^)'^'\ 

^Ji)fe=i>-7'7'f r:/;^(DjgTl<:*fU afi:#^:f:^^ Ufc (Hi. 0 2) „ 

Mt?b-r. f£Ti-§i:V^5^m^5#£,tifc (US) „ 

^fefC, E P4T=^"=;^ N-efe^^^/l- 4- { [2- ( (IR, 2R, 3 
10 R) - 3 -fc Kn53e>/- 2- { (1 E, 3 S) - 3 -t Ki3d{^i/-4- [3 
— (7< h^-jX^^/^) -7 :^::^7V'\ ^ — \ —01.=^^ — ^ —:^^y ^ 

m^h-B-m mr. it^s^2 trnm-t^^t-^^h^o ) ^looo^g/kg 
M^jMi -.mm 

4- [ (2- { (2R) -2- [ (IE, 3S) -4- (4 -:7/k;^t2 ::7 
a:.^/!^) - 3 - 1 Knj^v':/^?^- 1 -j^^/l^] - 5 -:^=3ryi:°n 1 

-^/i^} x/i^r^T^/^] (3 0mg) (Do^^J'y— ( 

20 1 0 0ml) m^. ^T^r y >'^'=<'^^ A ( 1 0 o 0 m g ) . nm^fbS^ 

m (2 0 0mg) , (lOOmg) , y 3— /^^:^/W>t^ A 

(2 0 0 0mg) ^^ifet^J;i9m-a'U ^J^^. ^^^-fe^vn— ;^ (5 0.0 

g) 1 0 0 g ir u i^~Kt£^^x^<m^\^f^^^. mm\^ 

X <9 nm 1 ^i^j- 3 0 M g (Dm^i^^^^^ir^mM i o o o ^^#fco 

25 M^JM2:a#^)J 

4- [ (2- { (2R) -2- [ (IE, 3S) -4- (4 -:7/l^;^n 37 
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—^;V} a^^/l^) y^/V-^T^/y^ 'f^l^^ (5mg) (D a — iXiJ' n^^'^;^ h 
V (6 Omg) ^m^BM^:^ (3 O O Om l ) J^i^^fu m 

n (10 0 OTl^-y/^) ^#fCo 

bT^^-t?fe6fc:J?). -^^^^^^(DmVtXh^ (1) (2) 

(3) ^m^:^xxj^X'^fMm^^m mk.it. mmm. m 
15 m.m. n-m^m. mm. ^mm. ^mm. 'wmmm) ^^^xj^y-Mtat (4) 

20 :3&xx^x^fz.nm-^i&mMt\^xmmxh^o 
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m ^ <D m m 

5 

15 5 . (1)^^. QiMMmTtm. (3)jfiLm*3 j; t/(4)^m^*3 j; tJ«/^ f^T^m 
25 o^l5&*5i:t>V*f-fi^'^^^Jc 
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8. EP^T^?^:^ h^^^VXfj:^mmi==^>^'7 4T'^:^^XUy^r^i1i: 

10. E p 4 r h t V i^mm. 'f'lvy.jvi^^z^ vmn. t r 

;vu:ym^n. ^-J'==-'7 ^=7 Y^l^^^^^n. i!^y^)>^^' Y^v^-ymn. ^ 

\^mmmrt v y e^^^^Jx ^o^m. ^^mw. mm • i^^mm. urn 

10 mm. i7i^:^^^:^m. 1jiru/u>^—m. EPiT^^=f'^;^h*5J;t>'EP3 

1, 8^fM9mm(Dmo 



11. EP4r:=f^;=^ — (I) 
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c 1 ~ 6 r z^/v:^^ v-s u f^^^ig^:^ \tmMu^ x 

gi^SSr^bTVNTti J;v^3£^(DJ!g^|^ 1 ~ 8 f— b. Dfi^ 
bTV^T % J: V^T/^=35./^S^ fcfi^N n b. R ^ 



f^^tt^'MtebT. (OtK^J^^s (2)C 1~1 0T/^=¥/^K. ^fc:f±(3V>n 

20 ^j^^^-m^^^bs T''i-i.(i)mmm'f-^rcit(2Mnm^^mv. x^f*(i)-cH 

2-Ks(2)-0-^.*fc{i(3)-S-«^SUA^fiA^^^fcf*A2^^^b. 
A^^f*(l)l~2te(^C l~4T/^'¥/^^T^S^$:^^TV^T^i J;V^E^OC 2 
~8T7W'3M/:/S. (2)l~2j@oc l~4T/l^'^/^Sl?B^^$;?^TV^T^ J; 



1 2. 



EP4T=f^;=^ — (I A) 
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V^iC^OC 2~8 T/^<5^^l^>-S. ^fei«(3)l~2^C9C 1 ~ 4 T/^^^E^/^S 

$tl/TV^Tt> J:VNtt^©C 1 ~4T/^'arl^:/Ss (2)l~2^(DC 1~4T/W 
5 '^{-/l/S-eai^^tbTV^Tti j;V^iiL^<Z)C 2~4r/^<^rc:il/:/£, -SfcfiCS)! 

~2^(DC 1 ~4r/^^/^S■T?S^^$ttTV^T%<^:v^^iL^<DC 2~4r/^^ 
=^u:ym^mU G^^ft(l)-Y^-«. (2)- (ring 1^) (3)-Y^ 
- (r i n g 1^) -m. (4)- (r i n g 1 ^) -Y^-S. *fctt(5)-Y^- 
(C l~4r/^dE^l^^) - (r ingl^) -S^^U Y^{i(l)-S-S. 

10 (2)- S O -m. (3)- S O 2 -S. (4)- O -S. ^ tz.lt:(5)-N R ^^-S^^ 

R ^^f*(l)7K*j©^s (2)C 1 ~ 1 0 r/l/=3r/l/S^ ^:rcf*(3)C 2 ~ 1 0 T v^/^S 
G ^^fid)^^'^^, (2) 1 ~ 2 C 1 ~ 4 T/l-^/^S-eg^^ t^.TV^ 
T% .fcV^jiLi^OC l~4T7^^l/>'K^ (3)l~2te(^C 1 ~4r/^"^/^ST? 
g^^$ttTV^-C^ J:V^iiL^(DC 2~4r/^^^w^^S. :tfcfi(4)l~2ili© 

15 C 1 ~4r/^=3r/^S"t?K^$ttTV^Tt)<fcV^ilL^<DC 2~4T/1/=^^1/^^S 
Sr^U D^f^D^^^fcf^iD^^Sr^U D ^^f*(l)-COOH£. (2)-COO 
R^'^Ss (3)7" h^;/— •^fc«(4)CONR3AS02R^'^K^ 
^b. R2^f*(l)Cl~l 0 r/l/=3r/ix^^ (2):7:3^^/kS> (3):7a^::^/kS-TrKi^ 
$;rbfcC 1-1 or/i^^/i^K. ^fcfl(4)if:7cc^/^K^^U R'^J*(l);!Km 

20 m^-^ fc «(2) c 1 ~ 1 0 r^i^^/i^m^^ r ^^f*(i) c i ~ i o r /i-'^/^s 

^ fc f*(2) :7 ::^;vm^^ b , D ^ ^ {^(i) - CHgOHS. (2)-CH20R^AS. 
(3)7K^S. (4)-OR^^S^ (5):?i^/W5:/^^^ (6)- C ONR ^^R (7)-C 
ONR^^SOgR^^'S^ (8)-CO- (NH-r 5 /^aS-CO)„A-OHS, 
(9)-0- (CO-r?y^aS-NH)^A-HS. (lO)-COOR^^S. (11) 
25 -OCO-R^°^S^ (l2)-COO-Z^^-Z2A-z3AS^ (13) 



100 



wo 2006/016689 



PCT/JP2005/014875 



-V^N \«s6N 

r b r r b r b 

HN^ > HN^ N HN-^ ^ HN^s' ^ ^/^f* ^ ^OH 
O O S ^6 

R^^'fiC l~l OT/u=35-/^KSr*U R^^*5J:■0«R^^fl^;?^^M^t 
i£LT. (l)*^M^^fc{i(2)C 1 ~ 1 or/l/=¥/l/K^SU R^^fi:7a^^/k 
ST^Ki^^ tl^fc C 1 ~ 1 0 T/l^^/l^S^^ R 1 — 3 C 1 ~ 1 

5 OT/l^^/l-S. C 1 — 1 Or/^=idei/S^fcfi/Nn<^Vj!g^-^g|^$ti.TV^ 
T ti J: V ^ If :7 :^=^/um'^'W:^ ^ t^T^ c l — i o T/u^/um. ^ fc n(2) l ~ 3 
i@(DC 1 — 1 0 T/I^^yl/S^ C 1 — 1 0 T/l/=i=¥;xS^fcfi^^n<5^Vi^-PT' 
g#l:$tbfc:t':7^:^/^S^^U R'°^?*(l):7ci^c=:/kS^fcf*(2)C 1 — 1 0 
T/V^/V-S^^L. mAfll^fcf*2^^L. Z i^fi(l)C 1 — 1 5 T/l^s^r 1/ 
10 >^Ss (2) C 2 — 1 5 r /KJrc:^ v ^'^^ ^ fi(3) C 2 — 1 5 T/I^^:^ 1/ ^^^Sr 
Z2^fi(l)-CO-ffi, (2)-OCO-S. (3)-COO-X, (4)-CO 
NRiiA-S. (5)-NRi2Aco-S, (6)-0-S. (7)-S-S. (8)- S O 

(9)- S 02-S> (10)-NR ^ ^^-m, (ll)-NR i^^C ONR ^ ^^-S. 
(l2)-NRi^^COO-^, (l3)-OCONR^^^-S, :^fcf*(l4)-OCOO 
15 . -S^^U Z3Af*(l);^C^M-i^, (2)C 1 — 1 ST/l^'^/um, (3)C2— 1 5T 
/kv^zn/l.^, (4)C 2 — 1 5T/l^^::^/um. (5) r i n g 2\ ^fc{i(6)C 1 — 
1 o '^i/S. C 1 — 1 0 T/U'^/U^:t^^ C 1 — 1 0 T/^^/l^-NR ' 

t-TMr i n g 2 ^-trgi^^ttfcC 1 — 1 OT/W^/^S^^U 

RllA^ p,12A^ R13A^ R14A^ R15A^ R ^ ^ R ^ ^ ^i^O J: tKR ^ « ^ tt 

20 (l)7K*i^^^fc(*(2)C 1 — 1 sr/^^/v-^^^U R'^^^ 

mm^Txim^mL^x-hJ^K. m^y^^mn^ h\^mmm^. mmmi^^^ 

nB^^^mi^. E^AfiCDc 3~7t^iJ^nr7^dr7^K. *fc«(2)r ing3A 
25 b. E 2^fi(l)C 3 ~ 7 ^Xi^ P T/U^/i-m. (2) r i n g 4 *fc«(3) r 
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ingS^^^U r i n g 1\ *5j;t)«r i n g 5^{±, l~3j@OR2^^*5 
^Uy^f:ii-±R^^''X-m^^tlXhX<. r i n g 3 ^fi 1 ~ 2|i(OR ^ ^^-T? 

5 t>V:^fcf*R2 2A-^>g^$;j^-^^ T i n s 4.^i'±!i^-rim(DR^^^-Vm 

m^tlXi^V)^ $ b^iIl~2^(DR21Aj3j.^/^^^(^R22A^,g^^^>^;^ 

^fc«r i n g 2^fiR2^^-T?gm$tLTt5J;<. R ^ ^^f*(l)C 1 ~ 1 0 T/l- 
(2)C1~1 0r/^==ar^xS^ (3VM3<5^Vig^, (4)^hnS. (5) 1 ~ 
10 3m(D^^r2 ^'^^m^XWM^fltiC 1 ~ 1 0 T/W'^/V'S. ■^fc{i(6):7a^^7^ 
R 2 ^^{*(l)C 2 ~ 1 0 T/I^^^/^S, (2)C 2 ~ 1 0 T/^^^j-cn/i/^^ 
(3) CI ~ 1 0 T/W^/V-^i^S. (4);d<^£, (5) - N R ^ ^ a r 2 5 (g) ^^^^ 

1 0 -r /v^i =^-$/K"T?gi^ $ tifc c 1 ~ 1 0 r /i^'^f^/^^, (7) i ~ 3 ^(d/n n 

15 /l^S^ (8)-NR24^R25A^-^>g|^^;^^^Q 1^]^ Or/^=ar/kS, (9) r i n g 
6\ (10)-0- r i n g 7\ (ll) r i n g 7^■egm$:^^fcC 1 ~ 1 OT/V 
'^/l/^. (12) r i n g T^xm^-^fltiC 2—1 0 T/KJr:::/!/^^ (13) r i n 
g 7^1?g^$tVfcC 2~ 1 Or/^=3s-=/^K,(l4)r i n g 7^1?gm$:JxfcC 
1~1 or/V==¥^XSs (l5)-0-r i n g 7^-t?ei^$tLfcC 1 — 1 OT/l^ 

20 (16)-C00R2^^*. *fc:«(l7)l~3^<D/M3<$^'i/J^^l?gm$ 

^A5:e LT. (l)7K*i^^^fcf*(2)C 1 ~ 1 0 T/^=¥/^S^^ L. R 2 3A(^(i)c 
1 ~ 1 5 T/l^'^/^S^ (2)C 2 ~ 1 5 T7^<Jrc:^/WS^ (3)C 2 ~ 1 5 T/^'^^/l^ 
^fcf*(4)C 1 ~ 1 0 r/l-3dr>/^, C 1 ~ 1 0 T/V=^/^^;^S^fcf^ C 
25 1 ~ 1 0 r/l/'^s^/l^-NR 2 ^^-ST'gl^^tbfcC 1 ~ 1 0 T/l^^Sr/^S^* U 
R2''A(^(l);;fc^jg^^^^f^(2)c 1~1 0 T/l^ds^/^^tr* U r i n g 1\ r 
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ing2\ rings \ ringS^, *5j:t)«r i n g 7 ^{^(l)— gp^fcfi 

5 comm. iim^ta^^m^^y^^mr V —j^^^mi^s ring s'^^xur i 

n g 6^, *5j;t)?r i n g 7^fi 1 ~ 3^(^)R2 8A-^.g|^$^X% <fc < . R^^^ 
fi^ (l)C 1 ~ 1 0 r/l/=3r/^£. (2)C 2 ~ 1 0 T/^<5^::^7^S^ (3)C 2 ~ 1 O T 
/ue^^/ums (4)C 1 ~ 1 0 =3rv/^^ (5)C 1 ~ 1 O r/l-=' ^v^^-^?g^ 
10 $ tbfc C 1 ~ 1 0 T/l^^/\^m. (6)^^ n (7)*^^^ (8) 1 ~ 3 ^O^n 

n^^^^^-M-^T^e^^^ttfcCl ~1 or/vd5-/i/S^ ^fctt(9)l~3f|i(7:)-^^^<5^^ 
^/M^-T^ei^SttfcC 1 ~ 1 0 T/^=i=^->£-t?gi^$tl.fcC 1 ~ 1 0 T/l^'^ 

15 A^^Sr^U /a^oD^;55D^^Sr^-ri:#. E^JiE^^^^U (2)r ing5^ 
^^Ts (3)r i n g 6^^S:7a^=/k^^^-t-i:#, < i > 1 

13. EP4r=fc:^;^ h:as, — jig^ (I B) 




OH 
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" ^ fi^tt^tb^fi 3:e lt. c 1 ~ 4 r^^^as^/p^^ R ^ ^ nsx 

i ) 1 ~ 3M(D(a)C 1 ~ 4 r/l/=3r/l/;r=3r-:y- C 1 ~ 4 T/I/'^/K (b)C 2 ~ 4 
r /k<5r^/k;^-=3f v-- C 1 ~ 4 T/V^/K (c) C 2 ~ 4 T /V^^e^/W:^^ v^— C 1 

10 ~ 4 T/l^^/K (d) C 3 -~ 7 v'^ n T/k^/k;^^^ ^z- c 1 ~ 4 T/W=^/K (e) C 
3 ~ 7 iXi^^ n T/l^dr/i/ ( C 1 ~ 4 T /I/=3r/I/;r =3r — C 1 ~ 4 T/I/^^r/K (0 
:7ai::^/k;^^ix— C l~4T/l^=3r/W aic^/l^— C 1 ~4 T/l^^/^;^^-^' 
- C 1 ~ 4 r /l^=ar/K Ch) C 1 ~ 4 T /I^^/l^^;^- C 1 ~ 4 T /l^^/V^ 6) C 2 
~ 4 T/l^-^^/I--^;^- C 1 ~4r/^=¥/K(i)C 2~4r/l-=3f--7p-5:-;^_C 1~ 

15 4T/l/=¥/K (k)C 3~7^^iJ^ nT/^=3r/V^;^-C 1 ~4T/^=3{./K (DC3~ 
7 v'^ n r /l^'^e/l^ ( C 1 ~ 4 T/V"^/]^^:t) - C 1 ~ 4 T /^^^/K (m) c:^ 
/l^^;^- C 1 ~ 4 T/^s^/K "t fcfidi) ^ cr^/V- C 1 ~ 4 T/W^^/l^^;^- C 
1 ~ 4 r /l^^/K 

ii) (a)C 1 ~ 4 r/V=ar/^;^-=¥->'- C 1 ~ 4 r7^=¥/l^*5 .fctJ^C 1 ~ 4 T/l^^^^^/K 
20 (b)C l~4r/l^'3j^/l^;^-'3rv^— C 1 ~ 4 T/^'^/I^*? <fct)«C 1 ~ 4 T 

(c) Cl ~ 4 r 7i/=¥/v;^=¥>^- ci ~ 4 r J; tJ« t K n v-, (d) c 

1 ~ 4 r/W'^/i-;^-'3{^ v-— c 1 ~ 4 r /V'^/i^^j J: tJ«/^ a -^r*:^^ (e) c 1 ~ 4 r /V 

dE^/^^;^-- C 1 ~ 4 r /Vs^/V^S J: tKC 1 ~ 4 T /l'=3r/l'> (D C 1 ~ 4 T /l^'^/l^ 
^;^-C 1 ~4r7^=3r7i/:}3 j;tKc l~4r/^=3r/l/;^=¥v'. (g)C l~4r/l/=3r 
25 C 1 ~ 4 T/l^=¥/W*5 J; t K n dr -^fc fi(h) C 1 ~ 4 T/^=3f^/W^ 

C 1 ~ 4 r /v-^/i^*? J: -O^/N n <5^VM^^, 
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iv) C 1 ~4 r/^^/^*5 j;t)«li ^^v' ; 



1 4. EP4r^^;^ Vi)^ ({3 - [ ( (IR, 2S, 3R) -3-tKn 
10 'ariX-2-{(lE, 3 S) - 3 - 1 KndeiX-4 - [3 - (7« h'^i/^^ 
/i^) :7ci^c:^/k] 1 -cc^/ix} — 5 _;^dry v-^ n^:x^/v) :^?vy_r 

:=.;V\ •T'ntVW i^^; 4- { [2- ( (IR, 2R, 3 R) 

-3-t Fn^->-— 2- { (IE, 3 S) — 3-t: Kn'^v^— 4- [3- 
b^^^;^^/!^) ^cn:::^/!/] — 1 - J^rr/l-} — 5 — :e-^y iXi?' n-/<^^^7V) 

15 ;:^/^:7t^/H ; 7- ( (IR, 2R, 3R) -3-tK 

{ (IE, 3S) -3-t: Kt3drv/-4- [ 3 - (p« h^^v-p^ 

^/^) :7;cc=./k] 1 -ji::^/!^} - 5 -j^r'ary v'iJ' n^:/^/^) ^tr^?" 

(5Z) -7- ( (IR, 2R, 3 R) -2- { (IE, 3 S) -4 

- [3— (ai h^rix^^/i^) :7a^^7l/] - 3-t Kadrv^-T^:^- 1 — /k} 
20 - 3 - 1 Kn=^i^- 5 — ;t=35-yi/:^ n^>-^7i^) -^^iJ^- 5 -3^:/^ ; (5 

Z) -7- ( (IR, 2R, 3R, 5R) -^--^ uxi-^.- { (IE, 3 
S) -4- [3- (oc -ya^cz-jvl - 3 - 1 Kn=3r^>:7^^- 1 

— occir/i/} - 3-t Kn?ari/v'^a^>'^/k) ^^^5^-5— 3iV^; 4 - [(2 

- { (IR, 2R, 3R) -3-1: Kn=3r->-2- [ (IE, 3 S) -3- 
25 t Kndr^x-4- (4 - t Kn^v'— 3 — ^^^5''- 1— rc= 
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?V 4- { [2- ( (IR, 2R, 3R) - 3 - 1: - { (IE, 

3S) - 3- 1 Kndev'-4- [3- h'Sr-iXT^^/k) y y^^- 
1— occr^yV} — 5 — ;e-^y v^:^' T3^:/^/V) J^^/V] :K)V'7 y -zf^ J 

Y ; A- { [2- ( (IR, 2R) -2- { (IE, 3S) -3-fcK 
5 [3- (p< f^v-p^^/W :7cn^/^] y^^-l-^^/I^} -5 

— :^^:/^y'^Xi^iy^}V) cc^/i^] ;^7^r7T^/^} TT'^iJ':/^; 4— [ (2- 
{ (2R) -2- C (IE, 3S) -4- (3 -i5'nn:7^^/p) -3-t 
Kn =3rv^:7^i? - 1 -rc^yk] - 5 -;^=3f y y 1 --T /W j^^/v) 
^/v:7t^/^] :/i$'>'^;4- { [2- ( (2R) -2- { (IE, 3 S) 

10 - 3 -t Kt3drv'-4- [3- (MJ :7a^c=:/V'] ^^iJ^-l 

— — 5 — :^^y t:°n y v^:/— 1 — 71/) ^^/l/] ;^7l/:7T— 71/} 
^l^m-, 4- C (2- { (2R) -2- [ (IE, 3S) -4- (4-:7/^ 
:tx2-y^^/U) - 3-1: KHdev/^iJ^- 1 -^r^/l-] - 5 -^T^y li°n y 
^z-l-zT/v} ^^71/) :^/uyr^^^l y^^^^m; 4- [ (2- { (2R) 
15 -2- [ (IE, 3S) -3-1: Fn^-^^-4- (2-:^:7^7V) T'iJ'-l 

— 5 -J^'^E^y JJ ^J^^^— 1 T/^} ^^/l^) 7-JV'7r=^fy\ >^ 

4- [ (2- { (4S) -4- [ (IE, 3 S) -4- (4-:7/V 
;rn:7c3;^/i/) - 3-t: Kndr-x- 1 -:/7^^/i/] -2-;^dry-l, 3- 
y 3 — f/H ^^/i/) ;^/1/:7t^/i/] ^'i?^^'^; 2- [ (2 
20 - { (2R) -2- [ (1 E, 3 S) - 3 - 1 Kn ^a^i^- 4 - (3-^f^/V 

x^/v:7r^/v] -1, 3-^ry'^7W-4-;i;/i'7}?:/^; 2- [ (2- { (2 
R) -2- [ (IE, 3S) -3-t: ^^vi^-^:^^ ^ - X -a:.=-jV\ -5- 

;^^y fc°n y v^^/- 1 -^/p} j^^/W ;^/^:7t— /I/] -1, 3-f^Ty''- 

25 7W-4-;*/l/7j?>'^ ; 2- { [2- ( (2R) -2- { (IE, 3S) -4 

- [3- (1 -^vy:7 9^'- 2 — f/l-) ^'^c^/P] -3 -t: Kn^v/:/^? 
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-1, z-^r^Z—jv-A-tuva^^-yW.; 4-[(2--{(2R)-2-[(i 

E, 3S) -Z-^Yxi^%/^^ ^-X-^r-z^jyA - 5 -^^''^ y t'n U i^'^- 
-X-^M a:-^7V) y.;V'7T=^7^'\ y^^^W.; { [3- ( { (IR, 2S, 
5 3R) - S-t Kn^v-- 2- [ (IE, 3 S) - Z Y^x^e^z^:^^ ^ - 
1— ^^/^] — b u^i^'^/v) :^;vyT^M -:fn\f;v] :^;v 

yr=^7V] ; 5Bj:tJ«2- [ (2- { (4S) -4- [ (IE, 3 S) - 

4- {A-'yjV^xiy ^^J'^) -Z-}^Yu-^l/-zr^-\-:x.:=.;V\ -2- 

;^=3{^y-i, 3-;^=3E-ihyiji;?>--3— T/H ^^/^) ;5?./v:7t^/^] -i, 
15 15. EP4r=^^^;=^ h<^>t^»^iii?Llh#it-iS^t-6r:i:^#mi:i-5T 

1 6. EP4r=f^;^ h(^W^a:^iit?Hiji^t;iS-^-t-5;ii^#^ti:-r§M 

20 

25 r=fc^;^ b^^^-ISfflo 
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1 9. mm=^'^':fy4r^^:^$s^xj^y-^fMmmmmo:>^mm^mmir^ 

fz.}sb(DE.-p ^r^^^-:^ hO^fflo 

5 mn^UMir^tz.}sb(D^'p ^r^::^:^V(om.mo 
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